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A531 
A532 
A533 
A534 
A535 
A536 
A537 
A538 
A539 
A540 
A541 
A542 
A543 
A544 
A545 
A546 
A547 
A548 
A549 
A550 
A551 
A552 
A553 
A554 
A555 
A556 
A557 
A558 
A559 
A560 
A561 



a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

al 

a1 

a1 

a1 

a1 

al 

a1 

a1 

a1 

a1 

al 

a1 

a1 

a1 

a1 

al 

al 

al 

a1 

a1 

a1 

al 

al 

al 

a1 

a1 

al 

a1 

a1 

a1 

a1 

a1 

a1 

al 

al 



4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-GF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 



2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
I 2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 



CF3 
CF3 
CF3 
CF3 
CF3 
CH20Ph 
CH20PH 
CH20CH2Ph 
CH20CH2Ph 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2NHBu 
CH2NHBU 
C = CPh 
C = CPh 
Ph 
Ph 

C6H4-4-CF3 
C6H4-4-CF3 
C6H4-3-CF3 
C6H4-3-CF3 
C6H4-4-OH 
C6H4-4-OH 
CH2Ph 
CH2Ph 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-OCF3 
CH2C6H4-4-OCF3 
CH2C6H4-4-Ph 
CH2C6H4-4-Ph 
CH2C6H4-2-CI 
CH2C6H4-2-C1 
(CH2)2Ph 
(CH2)2Ph 
SPh 



Me.Me 
Et,Et 
iH.Et 
H,Ph 

H.C6H4-4-F 
|H,H 

H.C6H4-4-F 
H.H 

|H,C6H4-4-F 
H,H 
|Me,Me 
iEtEt 
H.Et 
H,Ph 

iH,C6H4-4-F 
H,H 

H.C6H4-4-F 
|H,H 

H.C6H4-4-F 
H,H 

IH.C6H4-4-F 
H.H 

H.C6H4-4-F 

jH.H 

H.C6H4-4-F 

,H,H 

|h,C6H4-4-F 
H,H 

H.C6H4-4-F 
|H,H 
Me.Me 
Et.Et 
|H.Et 
H,Ph 

H.C6H4-4-F 

IH.H 

1H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
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IA562 
A563 
A564 
A565 
A566 
A567 
A568 
A569 
A570 
A571 
A572 
A573 
A574 
A575 
A576 
A577 
A578 
A579 
A580 
A581 
A582 
A583 
A584 
A585 
A586 
A587 
A588 
A589 
A590 
A591 
A592 
A593 
A594 
A595 
A596 
A597 
A598 
A599 
A600 
A601 
A602 
A603 
A604 
A605 



a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
al 
a1 
al 
a1 
al 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 
a1 
a1 
al 
al 
al 
a1 
al 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 



4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 
H 

3- F 
2-Me 

3- OMe 
4-OH 

4- OMe 

2- Ac 
|4-CH=CH2 
U-CF3, 3-F 

4-OCF3 
4-SMe 
|3,5-difluoro 
H 
3-F 
2-Me 

3- OMe 

4- OH 



2 I SPh 

2 NH2 

2 NH2 

2 NHMe 

2 NHMe 
2 CH2-piperazino-Ph 
2 CH2-piperazino-Ph 

2 CH2-piperidino 

2 CH2-piperidino 

2 OCH2Ph 

2 OCH2Ph 

2 Ac 

2 Ac 

2 CONH2 

2 CONH2 

2 CSNH2 

2 CSNH2 

2 OCONH2 

2 OCONH2 

2 OCSNH2 

2 OCSNH2 

2 OS02Me 

2 OS02Me 

2 OS02Ph 

2 0S02Ph 

2 1 

2 I 

0 H 

0 H 

0 H 

0 H 

0 H 

0 H 

0 Me 

0 Me 

0 Me 

0 Me 

0 Me 

0 Me 

0 OMe 

0 OMe 

0 OMe 

0 OMe 

0 OMe 



H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
H.Ph 

H.C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
H.Ph 

H.C6H4-4-F 
H.H 
Me.Me 
Et.Et 
H.Et 
H,Ph 
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A606 
A607 
A608 
A609 
A610 
A611 
A612 
A613 
A614 
A615 
A616 
A617 
A618 
A619 
A620 
A621 
A622 
A623 
A624 
A625 
A626 
A627 
A628 
A629 
A630 
A631 
A632 
A633 
A634 
A635 
A636 
A637 
A638 
A639 
A640 
A641 
A642 
A643 
A644 
A645 
A646 
A647 
A648 
A649 



I a ^ 


yl-HMp fl 


I ~ 1 I 
I 




I al \ l 




I ~i \i 


i— r^P 1 ^ ^— F ft 

t uro, o r \J 


~1 ! 

I 


A-HPF^ ft 


al 




al % 


5,o diTluoro u 


al 


u n 


1 ^ 1 


or U 


a 1 


z me u 


1 ^ 1 


o L/ivie u 


al 


4 vjri u 


! ! 


*♦ L/lvie u 


i ^ 1 


Z— Ac u 


1 ■* i 
al 


>■ aij ai io n 


a1 


4— Cro, 3— r U 


a1 


4 — UUro U 


a1 


4-SMe U 


a1 


3,5-difluoro u 


a1 


H 0 


al 




al 


Z — Me U 


\ 3 


3-OWle u 


1 -i 


4— OH U 


a1 


4-OMe u 


I al 


Z — Ac U 


a1 


a Ai_i olio n 


a1 


yl A CO O C fl 

4— Cro, o— r U 


a1 


yi S"\ A CO fl 

4— OCro U 


a1 


| 4— SMe U 


a1 


3,5— arnuoro u 


| a1 


H U 


a1 


3 r U 


I a1 


1 O Mo fl 

J Z Me u 


I a1 


1 O A. ^ fl 

1 o "Utvie u 


I al 


I a nu fl 

1 4 _ u 


a1 


I yi ai<ji _ n 

4— uwie u 


a1 


2-Ac 0 


al 


4-CH=CH2 0 


a1 


4-CF3, 3-F 0 


al 


4-OCF3 0 


1 al 


4-SMe 0 


al 


3,5-difluoro 0 


1 a1 


H 0 



OMe 
CH20H 
0H2OH 
CH20Me 
CH20Me 
0H2OMe 
CH20Me 
CH20Me 
CH20Me 
CF3 
CF3 
CF3 
CF3 
CF3 
CF3 
0H2OPh 
CH20Ph 
CH20CH2Ph 
CH2O0H2Ph 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2NHBu 
CH2NHBu 
C=CPh 
C = CPh 
Ph 
Ph 

C6H4-4-CF3 
C6H4-4-CF3 
C6H4-3-CF3 
C6H4-3-CF3 
C6H4-4-OH 
C6H4-4-OH 
CH2Ph 
CH2Ph 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 



H.C6H4-4-F 
H.H 

|H,C6H4-4-F 
H.H 
Me.Me 
|Et,Et 
[H.Et 
,H,Ph 

|h,C6H4-4-F 

|h,h 

Me.Me 
|Et,Et 
H.Et 
H,Ph 

|H,C6H4-4-F 

|h,h 

IH.C6H4-4-F 
|H,H 

H.C6H4-4-F 
H.H 
|Me,Me 
EtEt 
H.Et 
iH,Ph 

H.C6H4-4-F 
H,H 

i H,C6H4-4-F 
N,H 

H.C6H4-4-F 

|h,h 

H.C6H4-4-F 
H,H 

IH.C6H4-4-F 
H.H 

H.C6H4-4-F 

|H,H 

[H.C6H4-4-F 
H.H 

|h,C6H4-4-F 
H,H 
Me.Me 
|Et.Et 
H.Et 
|H.Ph 
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A650 


a1 


3-F 


0 


CH2C6H4-4-CF3 


-I.C6H4-4-F 


A651 


a1 


2-Me 


0 


CH2C6H4-4-OCF3 \ 


H.H 


A652 


a1 


3-OMe 


0 


CH2C6H4-4-OCF3 


H.C6H4-4-F 


A653 


a1 


4-OH 


0 


CH2C6H4-4-Ph 


H.H 


A654 


a1 


4-OMe 


0 


CH2C6H4-4-Ph 


H.C6H4-4-F 


A655 


a1 


2-Ac 


0 


CH2C6H4-2-CI 


H.H 


A656 


a1 


4-CH=CH2 


0 


CH2C6H4-2-CI 


-I.C6H4-4-F 


A657 


a1 


4-CF3, 3-F 


0 


(CH2)2Ph 


H.H 


A658 


a1 


4-OCF3 


0 


(CH2)2Ph 


.C6H4-4-F 


A659 


a1 


4-SMe 


0 


SPh 


H.H 


A660 


al 


3,5-difluoro 


0 


SPh 


H.C6H4-4-F 


A661 


a1 


H 


0 


NH2 


H.H 


A662 


a1 


3-F 


0 


NH2 


H.C6H4-4-F 


A663 


al 


2-Me 


0 


NHMe 


H.H 


A664 


a1 


3-OMe 


0 


NHMe 


H.C6H4-4-F 


A665 


al 


4-OH 


0 


CH2-piperazino-Ph 


H.H 


A666 


a1 


4-OMe 


0 


CH2-piperazino-Ph 


H.C6H4-4-F 


A667 


a1 


2-Ac 


0 


CH2-piperidino 


H,H 


A668 


al 


4-CH=CH2 


0 


CH2-piperidino 


H.C6H4-4-F 


A669 


a1 


4-CF3, 3-F 


0 


OCH2Ph 


H.H 


A670 


a1 


4-OCF3 


0 


OCH2Ph 


H.C6H4-4-F 


A671 


a1 


4-SMe 


0 


Ac 


H.H 


A672 


a1 


3,5-difluoro 


0 


Ac 


H.C6H4-4-F 


A673 


a1 


H 


0 


CONH2 


H,H 


A674 


al 


3-F 


0 


CONH2 


H.C6H4-4-F 


A675 


a1 


2-Me 


0 


CSNH2 


H,H 


A676 


a1 


3-OMe 


0 


CSNH2 


H.C6H4-4-F 


A677 


al 


4-OH 


0 


OCONH2 


H.H 


A678 


al 


4-OMe 


0 


OCONH2 


H.C6H4-4-F 


A679 


al 


2-Ac 


0 


OCSNH2 


H,H 


A680 


a1 


4-CH=CH2 


0 


OCSNH2 
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a1 
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0 


OS02Me 


H,H 
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al 
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0 


OS02Me 
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al 
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0 


OS02Ph 


H.H 
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a1 
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0 


OS02Ph 


H.C6H4-4-F 
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a1 


H 


0 


I 


H.H 


A686 


a1 


3-F 


0 


I 


H.C6H4-4-F 


A687 


al 


H 


1 


H 


H.H 


A688 


al 


3-F 




H 


Me.Me 


A689 


al 


2-Me 




H 


Et,Et 


A690 


a1 


3-OMe 


1 


H 


H.Et 
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al 


4-OH 


1 


H 


H,Ph 


A692 
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H 
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Me 
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Me 


Me.Me 
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al 
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Me 


EtEt 
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a1 I 
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2-Me 1 


A714 


a1 ! 
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A715 


a1 


4-OH 1 


A716 


a1 


4-OMe 1 


A717 


a1 


2-Ac 1 


A718 


a1 


4-CH=CH2 1 


A719 


a1 


4-CF3.3-F 1 


A720 


a1 


4-OCF3 1 


A721 


a1 


4-SMe 1 


A722 


a1 


3,5-difluoro 1 


A723 


a1 


H 1 


A724 


a1 


| 3-F 1 


A725 


al 


2-Me 1 


A726 


a1 


3-OMe 1 


A727 


a1 


I 4-OH 1 


A728 


a1 


4-OMe 1 


A729 


al 


| 2-Ac 1 


A730 


al 


4-CH=CH2 1 


A731 


al 


4-CF3, 3-F 1 


A732 


a1 


4-OCF3 1 


A733 


a1 


4-SMe 1 


A734 


a1 


3,5-difluoro 1 


A735 


a1 


H 2 


A736 


al 


3-F 2 


A737 


a1 


2-Me 2 


A738 


a1 


3-OMe 2 


A739 


a1 


4-OH 2 


A740 


a1 


4-OMe 2 


A741 


al 


I 2-Ac 2 



Me 
Me 
Me 
OMe 
OMe 
OMe 
OMe 
OMe 
OMe 
CH20H 
CH20H 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CF3 
CF3 
CF3 
CF3 
CF3 
CF3 
CH20Ph 
CH20Ph 
CH20CH2PH 
CH20CH2Ph 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2NHBu 
CH2NHBu 
- C=CPh 
C = CPh 
Ph 
Ph 

C6H4-4-CF3 
C6H4-4-CF3 
C6H4-3-CF3 
C6H4-3-CF3 
C6H4-4-OH 
C6H4-4-OH 
CH2Ph 



H.Et 
H.Ph 

H.C6H4-4-F 

H.H 

Me.Me 

EtEt 

H.Et 

H,Ph 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 

H.H 

Me.Me 

Et,Et 

H.Et 

H,Ph 

H.C6H4-4-F 

H.H 

Me.Me 

Et,Et 

H.Et 

H.Ph 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 

H.H 

Me.Me 

Et.Et 

H.Et 

H.Ph 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
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A742 
A743 
A744 
A745 
A746 
A747 
A748 
A749 
A750 
A751 
A752 
A753 
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A755 
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A758 
A759 
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A765 
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A768 
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a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
al 
a1 
a1 
a1 
a1 



4-CH=CH2 
i4-CF3, 3-F 
4-OCF3 
4-SMe 
3,5-difluoro 
H 

3- F 
2-Me 

3- OMe 
4-OH 

4- OMe 

2- Ac 
4-CH=CH2 
|4-CF3, 3-F 

4-OCF3 
4-SMe 
3,5-difluoro 
H 

3- F 
2-Me 

3- OMe 

4- OH 

4- OMe 

2- Ac 
4-CH=CH2 
4-CF3. 3-F 

4-OCF3 
4-SMe 
3,5-difluoro 
H 
3-F 
2-Me 

3- OMe 

4- OH 

4- OMe 
2-Ac 

4-CH=CH2 
4-CF3, 3-F 
4-OCF3 
4-SMe 
3,5-difluoro 
H 
3-F 



CH2Ph 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
2 I CH2C6H4-4-OCF3 
2 CH2C6H4-4-OCF3 
2 CH2C6H4-4-Ph 
2 CH2C6H4-4-Ph 
2 CH2C6H4-2-CI 
2 CH2C6H4-2-CI 
2 (CH2)2Ph 
2 (CH2)2Ph 
2 SPh 
2 SPh 
2 NH2 
2 NH2 
2 NHMe 
2 NHMe 
2 I CH2-piperazino-Ph 
2 CH2-piperazino-Ph 
2 CH2-piperidino 
2 CH2-piperidino 
2 OCH2Ph 
2 OCH2Ph 
2 Ac 
2 Ac 
2 CONH2 
2 CONH2 
2 CSNH2 
2 CSNH2 
2 OCONH2 
2 OCONH2 
2 OCSNH2 
2 OCSNH2 
2 OS02Me 
2 1 OS02Me 
2 I OS02Ph 
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No 
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TFMP 
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1.46(3H,t,J=6.9Hz),4.49(2H,CbJ=6.9Hz),7.04(l 
H.s).7.77(2H.d,J=8.7Hz),7.95(2H.d.J=8.7Hz) 
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Me 
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Hzy7.78(2H.d.J=8.4Hz),7.86(2H,d,J=8.4Hz) 
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p-Cl-C 6 H 4 - 
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1.45(3H,t,J=7.2Hz),4.48(2H,q,J=7.2Hz),6.92(l 
H.s).7.47(2H.d,J=8.4Hz),7.75f2H.d.J=8.4Hz) 


1-1-4 


tf U ^ > - 
4 — r;i/ 


H 


1.46(3H,t,J=7.2Hz),4.50(2H,q ) J=7.2Hz),7.12(l 
H,s),7.68(2H,d,J=6.0Hz),8.79(2H,d J J=6.0Hz) 



[0 14 1] 
[0142] 



mtE#2 004-3122706 



#12004-167941 



: 92/ 



Mb i 6 ] 

M COOEt M V/° OB 

^x;V6 4 5 gt**V*ftU>5 4. Og^fti^'^Wr/S. 3 ml J 
UP it, 80U»2«L/:o . T » ; 

iwn-7M:#U ft*^*:^*** (l : 8) t?»flJU «BBft*****fe 

©i»tU7. 3 6gftfc.«R*8 0% 

^-NMRCCDCh): 1.43(3H.t. J=7.2Hz), 2.19(3H,s). 4.45(2H,q, J=7.2Hz). 
[0 14 3] 
[ft 1 7 1 

Me pOOEt Me COOEt 

Jo* - x> 



fxf;vx^r^ (R 1 = TFMP, 1-1-2) 

ft** (1 - 2 - 1) 2 4 3mgtBME6mli:»*U 4- HJ 7^n^f;V7 
x^n>i2 8 5mg, »'j^4 2 0mg, PdCU (< d p p f ) 8 1 mg 

i o ot-c7^s#tfc 0 *©*jRfi>«fc**ai*.. •*f*£???; 1 *5 

->.j*y)V^vH:#U ftHli^^:^^^ (1 : 8) i?#ffiU «saft#«J«r» 

feOiBhSI tU2 3 9mg#fco W8 0% 

[0 14 4] 

[ftl 8] 

R 2 COOEt 
R - ' NaBH4 




Rl 5 = _ T f^J; ,j R ^? u i^v) -fvW-*-3-* 

Bft«tMkU8 2 0mg («*9 6%) 
?&Nf£ U M111-H3 WS^I/:. 
[0 14 5] 

(2-1-2) ~ (2-1-9) *>|W)fil&^J&L*: 0 
[0 14 6] 

ffigBjf 2004-3122706 



mm 2004-167941 



: 93/ 



[*6 5] 



No 


R 1 


R 2 


NMR(CDCla) 


2-1-1 

£* m JL X 


TPMP 


H 


2.04(lH,t,J=6.0Hz),4.85(lH ) d > J=6.0Hz) ) 6.7Utm,s;, 
7.74(2H,d,J=8.4Hz) 1 7.91(2H.d.J=8.4Hz) 


2-1-2 


TFMP 


Me 


1.97(lH,t ) J=6.6Hz) ) 4.80(2H,m),7.76(2H ) d,J-8.4Hz), 
7.85(2H,d,J=8.4Hz) 


2-1-3 
^» i u 


4-C1- CcJcLa- 


H 


4.82(2H ( s) I 6.58(lH,s),7.50(2H > d ) J=8.7Hz),7.72(2H ( d 
,J=8.7Hz) 


9-1 -4 




Et 


1.25(3H,t ) J=7.2Hz),2.68(2H,q,J=7.2Hz) 1 4.80(2H,s) > 
7.47(2H,d ) J=8.4Hz),7.63(2H.d.J=8.4Hz) 


2-1-5 


Me 


H 


2.30(lH ( s),2.42(3H ) d,J=0.6Hz),4.71(2H,s),6.04(lH,q 
,J=0.6Hz) 


2-1-6 


Et 


H 


1.30(3H,t,J=7.5Hz),2.23(lH > s),2.77(2H,qd,J=7.5,0.6 
rlz),4. / Z(^n,S>so.UfK-LiA, t>«J— u.oxi^ 


2-1-7 


Br 


Me 


2.03(3H,s),2.06(lH,brt,J=7.5Hz),4.73(2H,d, 
J=5.7Hz) 


2-1-8 


;v * y > 
-4--r;i> 


Me 


1.98(3H,s),3.35-3.38(4H,m),3.78-3.82(4H,m), 
4.60(2H,s) 


2-1-9 


br ^>-4- 


H 


2.20(lH,brs),4.85(2H ) s) ) 6.81(lH,8) ) 7.65(2H,d,J-6.0 
Hz),875(2H,d,J=6.0Hz) 



[0 14 7] 
[ft 1 9 1 



OH 




1) o-&m 



N 



Rl/^OH 



###0 5 

£ 1 1*1 #K , A 

3-tert -/f;Vy^f^>V ;v*^r->^ f-*- 5 - (4 - h V 
-fV^-9-V-;V (R^TFMP, R 2 = H, 2-2-1-1) 

2-1-1) 8 3 1 g, t-'?'?-*'?**-*''''*)***?* K5 ' 
;V3 4 9 g M> f V> 1 6 ° m 1 ©11^** 2l*Hi^ Lfco 

:^Mf> (1 : 9) -ei&fflU »B<fr&W**MM6*fctTi !• 

% 

^-NMRCCDCh): 0.14C6H, s), 0.94(9H, s), 4.82(2H, s), 6.68(1H, 
=8.4 Hz) ,7. 91 (2H, d, J=8.4 Hz). 
[0 14 8] 

(y 

TBS R' = TFMP, R 2 = Br 

4 _ w _ 3 _ t e r t-T'*-*'^*-*'^' 1 '** 5 ' 5 
n^Wx-^/) -fvW-^ (2-2-2-1) 

3-tert -7 , f;v^f^'>'^ l '*^* >;!f;1 '" 5 7 (4- V 
J .-;V) /fV^f^-JV (2-2-1-1) 9. 50g*rV5tV 

ftiE#2 0 0 



;v] > * y - ( 

6 7 g, 4 3 dry- 

5 g#ft, tf9 4 
s), 7.73(2H, d, J 



- (4-b'J -7^^- 

y y ;v^-a ^ f ^7 

□77> 190m 
5 7M) *- 7 8-C 

4-3122706 



#12 0 0 4- 1 6 7 9 4 1 ^-v : 94/ 

■ei 5»*irc*TLfc. -7 sr-e? o»na*fe **9. 3 6 g*l o**£5* 

VJ*-7SVX-2ft®W.W<£. »4TWIU 0%lWtH^ 

°H-NMR(CDCl3): 0.16C6H. s), 0.94(9H, s), 4.8l(2H, s) , 7.77(2H, d, J-8.1H*). 8.1 

8(2H. d, J-8.1 Hz). 
[0 14 9] 

TBS*, R 2 = B r-*R 1 = TFMP, r* = 5»u 

7Mn^f^7x-^) 'fVW-A' (2-2-2-2) „, oe> 

;V-5- (4-HJ7;Vtn^Wx-;V) >fV**V-^ (2-2-2 1) 376 

e,*LM»**VU*^^n-rMc#U »*if»':^t^ (1.50) "TTAttiU 

W(CDCU): 0.03(6H, s), 0.86(9H, s), 4.13C2H. s). 4.66(2H, s), 7. 14-7. 31 (5H. 
m), 7.67(2H, d, J=8.4Hz), 7.76(2H, d, J=8.4Hz). 
[0150] 



4 



(R^TFMP, R 2 = Bn. 2-2-3- 1) 

*)?a,*u*r»y*-») -fvW-* (2- 2 - 2 - 2) 3 5 8m g*7- h 7t > 
L^vV^Mn-.h^U (i • 3) 

WcSch): 4 10"i?H s) 4.62(2H,s), 7. 15-7. 34(5H, m ) . 7.70(2H,d, J=8. 7Hz) , 7. 77 ( 
2H, d, J=8.7Hz). 

(2-2-3-2) ~ (2-2-3-4) <> Lfco 
[0 15 2] 



ffifE# 2004-3122706 



m M 2004-167941 



^-v: 95/ 



[*6 61 



JNO 

2-2-3- 
1 


XV 

TFMP 


R 2 
Bn 


i2H i 

£7 O ^ ft V 


NMR 

0.03(6H,s),0.86(9H,s),4.13(2H,s),4.6(>^rl J 6; ) 7.l 

4-7.31(5H,m),7.67(2H,d,J=8.4Hz), 

7.76(2H,d,J=8.4Hz> 


2-2-3- 
2 


TFMP 


Br 




2.15(lH,brs),4.82(2H,s),7.49(2H,d,J=8.7Hz),7. 
98(2H,d,J=8.7Hz) 


2-2-3- 

3 


TFMP 


CH 
0 




3.74(lH ( t,J=7.5Hz),4.89(2H,d,J=7.5Hz) ( 7.88(2 
H,d, J=8. lHz).7.95f2H.d, J=8. 1Hz). 10. 10(1H, s) 


2-2-3- 
4 


TFMP 


SPh 




0.04(6H,s),0.85(9H,s) ) 4.74(2H ( s),7.11- 

7.26(5H ) m),7.70(2H,d,J=8.7Hz),8.22(2H,d,J=8- 

7Hz) 



[0 15 3] 

at 2 o i 




##016 
[4--7*n^- 5 

(R i=4-C 1 - 
[5- (4-* 
3) 2 . 5 1 g 
1 6 g ^rJnx.. 3 
JRLfc^ 7JC7KT 

1 gfcfco JR^M 
[0 15 4] 

(2-3-2) 

[0 15 5] 
[5t6 7] 



-CeH4-, R 2 
2 

0 53*m. M 

1 MikMlkj- ^ 
^ At 

9% 



= B r, 2-3-1) 

(2-1- 

5ml«:, ^TN-^nAilKi-f^ K2. 
KUtffi-c 1 6 RJB L o R£« HDD*Hi?f 

*ET*****Lfc. ****** 

> (i-2) -c*mu mmk&m*m&t ur 1. 4 



fcitf (2-3-3) li^ny>ftffli LT-HBtffca***^^ R# 



No 
2-3-1 


R 1 

4-C1- CsH 4 - 


R 2 
Br 


NMR 

2l8(lH ) t,J=6.6Hz) ) 4.82(2H,d,J=6.6Hz),7.49(2H,d,J- 

8.7HzV7.98(2H.d.J=8.7Hz) 


2-3-2 


Me 


I 


2.11(lH,t,J=6.6Hz),2.47(3H,s) ) 4.69(2H ) d ) J=6.6Hz) 


2-3-3 


Et 


I 


1.30(3H > t,J=7.5Hz),2.82(2H,q ) J=7.5Hz) ( 4.70(2H,s) 



[0 15 6] 



tiiiE#2 004-3122706 



$&m 2004-167941 



^- >? : 96/ 



Mb 2 i] 



Me Me 




;v] _ 7 - n/ >?>_ 2 (2-4-1) 

(1-1-2) 1. 0 3g«f>^Kn77>lOmli:^L 



4) -e?#mb. 



$75% 

M£ 1 2 6 - 1 2 7 *C 
^-NMRtCDCb): 1.71(6H,s), 
[0 15 7] 
Ufc2 2] 



Me 



2.38(3H,s), 7.75(2H,d,J=8.4Hz), 7. 8l(2H,d, J=8. 4Hz) 



F 3 C 





OH 



'H-NMR(CDCh) : 2.49(3H,s), 7. 79(2H,d, J-8. 1Hz) , 7.87(2H,d,J-8.1Ifc). 10.23UH.S). 

miiE# 2004-3122706 



Sfem 2004-167941 



^-vl 97/ 



$Mt&m*m&*>t£&£Lr 3 4 5mg#fc. JR*M 0% 

[0 15 9] 

(2-5-2-2) Sr^L^o 

[0 16 0] 
UK 6 8] 



No 

2-5-2-1 


R 4 
Et 


NMR 

1.05(3H,t,J=7.5Hz) ( 1.92-2.04(2H,m) > 2.30(3H > s) ) 4.»3 
aH.t,J-6.6Hz\7.75(2H,t,J=8.4Hz), 7.83(2H.d,J=8.4Hz) 


2-5-2-2 


4-F- CsH 4 - 


2.03(3H,s) ) 6.03(lH,s),7.05-7.11(2H ) m) > 7.42- 
7.47(2H,m),7.73(2H,d,J=8.4Hz),7.79(2H.d.J=8.4Hz) 



[0 16 1] 

2-6-1) 
[0 16 2] 
[ft2 3] 

Me /^OH 




(2-1-7) 1. 6 6gW*T/5mli:iiU 1 4 0 « 2 

«En»M*b*. w ^£s;^^2 ; B v >i ? f 4^S 

8tx^:^t> (2 : l) «U WfB^WtWftfe^ftA^^ 1 - 1 4 

WCDC13): 1.98(3H.s), 3.35-3.38(4H,m), 3.78-3.82(4H,m), 4.60(2H.s). 

[0 16 3] 
Ht2 4] 

R 2 . /^oh (AS)MsCl, Et 3 N 



R O 




##0J1O Aft (LG = OMs) , ^ , _ _ „ \ ^>,±*./ 

_ ; V_3_^;v%;V^x;V (R' = TFMP, R 2 = CHO, R 3 . R 4 = H. 3-1- 

^IL (2-2-4-2) 1. 79gW^^>30mU:iIU 
aSL^FO 6 1ml pjx W r/l. 3 8mltW, 1 WW*# 

M**^tU2. 2 1g#fco»Al 2 9 - 1 3 0t «*9 6K 

[0 16 4] 

(3-1-1-2) fc^-JjfcLfco 

ffilE# 2004-3122706 



#jp, 2004-167941 



[0 16 5] 
me 9] 



No 


R 1 


R 2 


NMR 


3-1-1-1 


TFMP 


CHO 


3.21(3H,s),5.58(2H,s) > 7.88<2H ) d,J=8.4Hz) ( 8.01(iJH,d, 
J-8.4Hz),l0.14(lH,s) 


3-1-1-2 


^ )v u 

> - 4 - 


Me 


2.01(3H ( s),3.05(3H ) s) ) 3.38-3.41(2H,m),3.79- 
3.82(2H,m), 5.16(2H,s) 



[0 16 6] 

H *C5- ui*«-^:S5 i;i;^-*-3-^] — - (2-1 

-3) 1 73g, ^no*^'30mlO»*C*W^2. 1 g fcflnx^ tKJT 
try y>6 3 Omg ^nn*W 2m 1 ©»**3^«To 5 B#W»#Lfco 

#L »f;KA+t> (1 : 1) -CfcflU 7 2 g# 



[0167 

(3 

[0 16 8] 



q^ 1 I 6 ( 3 1 _ 1 _2-2) ~ (3-1-2-15) flMfrfrttfc-frJfcLfc. 



ffifE# 2004-3122706 



S&M 2004-167941 



m7 0] 



No 


R 1 


R 2 


R 3 ,R 4 


S1MR 


3-1-2-1 


4-Cl- C6H.4- 


TT 


lx, n 


4 64C2H 6 63ClH,s),7.46(2H ( d,J=8.4 
Hzy7.73(2H,d.J=8.4Hz) 


3-1-2-2 


TFMP 


H 


H,H 


4.66(2H,s),6.45(lH,s),7.75(2H,d,J=90 
ti„\ 701 C9H f) ,T=9 0Hz') 


3-1-2-3 


TFMP 


Me 


H,H 


2.33(3H,s),4.65(2H,s),7.76(2H,d,J=8.7 
Hz),7.85(2H,d,J=8.7Hz) 


3-1-2-4 


TFMP 


CHO 


H,H | 


4.89(2H,s),7.87(2H I d,J=8.7Hz),8.03(2 


3-1-2-5 


TFMP 


Me 


H,Et 


1.15(3H ) t,J=7.5Hz),2.30(2H,qd,J-7.5, 
7.5Hz),4.93(lH,t ) J=6.6Hz),7.76(2H,t, 


3-1-2-6 


TFMP 


Me 


H.4-F- 
C 6 H 4 - 


2.14(3H,s) ) 6.62(lH,s),7.07- 

7.13(2H,m),7.50-7.55(2H,m), 

•7 '7K/ , 9TT /I T— ft AVI'A 7 81 C2H d J=8 4H 

z) 


3-1-2-7 


TFMP 


SPh 


TT T T 

H,H 


4.00^x1,8,), / .lo- 

7.27(5H,m),7.73(2H,d,J=8.7Hz),8.25( 
Ati,a,o— O. itVZ) 


3-1-2-8 


TFMP 


Bn 


H,H 


4.15(2H,s),4.41(2H,s),7.15- 
7.35(5H,m),7.71(2H,d > J=8'7Hz) ) 7.78( 

QTT J T — Q 


3-1-2-9 


4-Cl-CsH 4 - 


H 


H,H 


4.64(2H,s),6.63(lH,s) ) 7.46(2H,d,J=8-4 


3-1-2-10 


4-Cl-C 6 H 4 - 


Br 


H,H 


4.46(2H ) s),7.50(2H,d.J=8'7Hz) ) 7.99(2 
H d J=8.7Hz) 


3-1-2-11 


4-Cl-C 6 H 4 - 


Et 


H,H 


1.28(3H,t,J=7.5Hz) ( 2.72(2H,q,J=7.5H 
z*> 4 64(2H a) 7.47(2H,d, J=8.4Hz),7.65 
ffl.ii.J=8.4Hz) 


3-1-2-12 


Br 


Me 


H,H 


2.06(3H,s),4.56(2H,s) 


3-1-2-13 


tr >; v > - 
4--r ;i/ 


H 


H,H 


4.66(2H,s),6.85(lH,s),7.67(2H,d,J=6.0 
Hz),877(2H,d,J=6.0Hz) 


3-1-2-14 


Me 


I 


H,H 


2.49(3H,s),4.53(2H,s) 


3-1-2-15 


Et 


I 


H,H 


1.31(3H,t,J=7.5Hz),2.83(2H,q ) J=7.5H 
z)4.53(2H,s) 



[0 16 91 

-fjv] -*9 s-fr (3-2-D 
[0 17 0] 
Hfc2 5] 



OH 




ffi|E#2 004-3122706 



#12 0 0 4- 1 6 7 9 4 1 *- a S 100/ 



*ffiT*#«*^*:. *^*> 0 ^f*U ***** • 

V* (T -3 l?#WU Wftm«Iktt2 lOmgftft. W87% 



[0 17 1] 
[it 2 6 ] 



r 1 ) M*»'/t€^Mb d 

W^CHO 2 ) Horner-Emmons RfS ^Ss^COaR 



###fl 1 3 

™<£?.)^ s), 7.27(7.35(1^ m) . 7. 67(7.74(2H, m), 9.9 



7(1H, s). 
[0 17 2] 

H 2 Horner-Emmons RIB . ^ ^ 

,VT7f ;V (R=3-F> R n =Me, 5-1—1) 

^NMRfcDcSts^rS.eOH. s). 3.8K3H s). 6.39(1H, d, J-15.9 Hz), 7. 

12 (1H, a), 7. 30 (7. 35 (2H, m). 7.63(1H, d, J=15.9Hz). 
[0 17 3] 

H«fc 7 (6-l-2) ~ (6-1-17) fc-g-JSLfco 
[0 17 5] 



fflSE# 2004-3122706 



#M 2004-167941 



101/ 



Ufc7 1] 



No _M 

6-i- 1 : 


1 1 1 
3-F p 


Me 

i 


MMR 

3.04(3H,br),3.13(3H,br),3.82(3H,s), 

3.45(lH,d,J=16.2Hz),7.26-7.31(2H,m), 
7.48-7.53(lH. m). 7.64(lH, d. J=16.2 Hz) 


6-1-2 


3-OMe 


Me 


2.95-3.20(6H,m),3.82(3H,s),3.90(3H,s), 
6.45(lH,d,J=15.9Hz) ) 6.95-7.18(2H,m), 
7.4_aH,d,J=7.8HzV 7.67QH. d. J=16.2 Hz) 


6-1-3 i 


2-OMe 


Me 


2.96-3.l8(6H,m),3.80(3H > s),3.89(3H,s), 
6.53(lH,d,J=l6.2Hz),7.06-7.13(2H,m), 
7.49tlH.d,J=8.lHzV 7.96(1H. d. J=16.2 Hz) 


6-1-4 T 


3-Br, 5-OMe 


Me 


2.90-3.30(6H,m),3.82(3H l s) ) 3.89(3H,s), 
6.45(lH,d,J=15.9Hz),7.26(lH ) brs), 
7.48(lH,brs).7.59(lH, d, J=15.9 Hz) 


6-1-5 ~T 


2-OMe, 6- 
OMe I 


Me 


2.90-3.20(6H 1 m),3.79(3H,s),3.88(6H,s), 
6.73(2H,s) 6.88(1H, d, J=16.2 Hz), 
8.08(1H, d, J=16.2Hz) 


6-1-6 j 

1 


3-OEt 1 


Me 


1.34(3H,t,J=6.9Hz),1.43(3H,t,J=6.6Hz),2.90- 

3.30(6H,m),4. 12(2H,q, J=6.9Hz), 

4.27(2H,q,J=7.2Hz),6.43(lH,d,J=15.9Hz) 

7.04(lH,d,J=l-5Hz),7.l2(lH,dd,J=7.8Hz,1.8 

Hz),7.48(lH,d,J=7.8Hz) 

7.64C1H, d, J=15.9 Hz) 


6-1-7 


3-Br 


Me 


2.95-3.23(6H,m),3.81(3H,s) > 
6.45(lH,d,J=l5.9Hz),7.45(lH,dd,J=8.lHz,2. 

lHz),7.60(lH,d,J=16.2Hz), 
j 7.6aH,d,J=8.lHzy 7.81(lH.J=2.lHz) 


6-1-8 


3,5-diBr 


Me 


2.80-3.20(6H,m), 3.74(3H,s), 
6.90(lH,d,J=15.9Hz),7.60(lH,d,J=15.9Hz), 

I 8.2K2H.S) 


6-1-9 


3Cl,50Me 


Me 


2.90-3.30(6H,m) 1 3.82(3H,s),3.90(3H,s), 
6.45(lH,d > J=16.2Hz),6.96(lH,d,J=1.5Hz),7. 
31QH,d,J=1.5HzY 7.60(1H. d. J=16.2Hz) 


6-1-10 


3-OMe, 5- 
OMe 


Me 


2.85-3.35(6H,m) > 3.82(3H,s), 
3.89(6H,s),6.46(lH,d,J=15.9Hz) 
6.76(2H,s),7.660H, d, J=15.9Hz) 


6-1-11 


2-C1 


Me 


2.90-3.20(6H,m),3.82(3H,8), 
6.44(lH,d,J=15.9Hz),7.36-7.60(2H,m), 
7.60aH,d,J=81Hzy 8.06(1H.J=16.2 Hz) 


1 6-1-12 


3-Br, 5-OEt 


Me 


1.42(3H,t,J=7.2Hz),2.85-3.35(6H,m), 
3.01(3H,s),4.10(2H ) q,J=7-2Hz), 
6.43(lH,d,J=15.9Hz),6.97(lH,brs), 
1 7.46(lri,brs), 7.o/ {in, o-i o—±o.& n-; 


6-1-13 


2-F 


Me 


2.95-3. 15(6H,m),3.82(3H,s), 
6.55(lH,d,J=16.5Hz),7.26-7.33(2H,m), 
1 7.52(lH,d,J=7 8Hzy 7.79(lH.J=16.2 Hz) 


6-1-14 


2-Me 


Me 


2.43(3H,s),3.04(3H,br),3.09(3H,br), 3.81(3H, 
s),6.37(lH,d,J=15.9Hz),7.33-7.35(2H,m), 
1 7.54(lH,d,J=8.7Hz),7.94(lHm.d.J=15.9Hz) 



[0 17 6] 



{__fiE# 2004-3122706 



mM 2004-167941 



^-y: 102/ 



mi 2] 



6-1-15 


H 


Me 


3.06(6H,br),3.81(3H )S ),6.45(lH,d,J=15.9Hz), 
7.51(4H,brs),7.68(lH ) d>J=15.9Hz) 


6-1-16 


2-Me, 3-OMe 


Me 


3.02(3H,Br),3.12(3H,Br),3.82(3H,s) ) 3.88(3H, 
s) ) 6.37(lH ) d,J=15-9H2) ) 7.07(lH,s),7.32(lH,s 
\7.92(lH.d,J=15.9Hz) 


6-1-17 


3-C1 


Me 


3.05(3H,br),3.13(3H,br),3.81(3H,s),6.45(lH, 
d,J=15.9Hz),7.40(lH,dd,J=1.8Hz,8.lHz),7.5 

8-7.63(3H,m> 



! I ? ( 5 - * K n * 4 > K - * - 1 - 4 * ) ft* * * * i X x ;v 
[ft 4 7] 



Bn0V 00 > ^^ HHaCOgMe r Bn0>S Ql3 H 2 ,10%Pd< r H O ^j^ 

H ^— C0 2 Me ^— C0 2 Me 



(5 _^>^;v**W^K-;v-i-^) ft****"*"* , 

f V^2 8-1 MP*. 1**3 05h***L*:. aS*P2«S«» **iS5S*Vn: 

) t?*B) **U ******* 4 OOmgUfc. J| ** 6 ®*", 1H jj t n a ^ ^ 
VnM (CDCh) 5: 3.74(3H,s), 4.82(2H,s), 5.10(2H,s), 6.47(lH,dd, J=0.6,3.3Hz), 

6.94-7.50 (lOH.m). 

rs-fc Kn*W vK-iV- 1-W*) »fWr;v _ , _ , 

n77>5ml-^y-^5ml«nO%^y^^l 2 Omg^j*f 

J^W***"^ (ft****:^*^ (2 : 3) t?#HJ) *»U * B Bft*** 

4-m m (C^atf f 3.7^3), 4.49(1H s). 4.82(2H,s) 6 44(1 H. d J=3. OHz) £7 
9(lH,dd,J=2.7,9.0Hz), 7.04(lH,d,J=2.7Hz>. 7. 06 (1H, d, J=3. OHz) , 7. 10(1H, d, J=9. OHz) 

[0 17 8] 
[ft 4 8] 



-C0 2 Me 



miiE# 2004-3122706 



#0 2004-167941 



103/ 



^-NMR CCDCh) * : 3.37(3H,s), 3.48(3H.s). 3.75(3H s) 4 84( 2H,s ) 6^ 55 ( 1H. d J- 
3 3Hz), 6.95(lH,dd,J=2.4,9.0Hz), 7. 12(lH,d,J=3.3Hz), 7.23(lH,d, J=9.0Hz), 7.29(1 

H, d,J=2.4Hz). 

>H-NMR (CDCh) * : 3.07(6H,s), 3.73(3H.s). 4.85(2H.s). 6.55(lH,d,J=3.3Hz), 
0(lH,d,J«3.3Hz). 7.08-7.35 (2H,m), 7. 78(1H, d, J=l. 5Hz) . 
[0 17 9] 

[ft 4 9] 



7.1 



XT 

0 2 N^^ 



C0 2 Me 

Br Pd(PPh3) 4 
KOAc 




:0 2 Me 



Me 2 NCOCl 
Et 3 N, DMAP 



Fe 

C0 2 Me 2NHCI 




H 2 N 



:Q 2 Me 




1) NaN0 2 

2) Cu(N0 3 ) 2t Cu z O 




:Q 2 Me 



!S!^(^;)V: , ?^«K. 8 7.»(1H.*J*«). 7.«(1**J*«W. 7.67(2H 
,d,J-9.0Hz), 8.26(2H,d,J-9.0Hz). 



BW2 0 04-3 1 2 27 0 6 



004-167941 



^-y : 104/ 



D7ht :^**y (i : 2) MMt2l3mgHfc. W 

45i°(CDCl.) * : 3.75(3H,s), 4. 23(2H,brs) , 6.73(2H,d, J=8.7Hz), 7. 15(1H, d, J=5. 
4Hz), 7.33(2H,d,J=8.7Hz), 7.46(lH,d, J=5.4Hz). 

?" i 1^4^ 3 ml M« t - 4 1 I, * ««t > U A 2 3 7 m g ©* 
mm^^ira^mU^Z 0*K »t4 5*l«l#Lfc. ****** 

M (CDcla) V7 3.76(3H,s), 4.49(lH.brs), 6.84(2H,d, J=8.4Hz), 7. 19(1H, d, J-5. 
7Hz), 7.39(2H,d,J=8.4Hz), 7. 48 (1H, d, J-5. 7Hz) . 

v5»*^5wmu «ETMt*«*u*. «**^ v s^r 

'H-NW (CDCH) 5 : 3.36(3H.s). 3.48(3H,s), 3.74(3U<). 7. 11 (2H, d, J-8. 7Hz) , 7.« 
(lH,d,J-5.4Hz), 7.50(lH,d,J-5.4Hz), 7.51(2H,d,J-8.7Hz). 

VlBR (CDCls) * : 3. 06(6H,brs) , 3.74(3H,s), 7.25-7.55(6H,m). 



[Hi&faj 1 1 

[0 18 0] 

( a - 1 m 

Hb2 7] 



R 

R 1 ' ^O' 



^COOR 



,17 




^COOR 17 



l2-**-*-4- [5- (4-h'J7^n^Wx^) "^^l^f"^ 
-JL -»f^,r;v (R-TFMP. R 2 = R 3 = R 

ffiSE#2 004-3122706 



#0 2004-167941 



^-v : 105/ 



(2 - 1 - 1) 2 4 3mg. h'j7x^7r/2 6 6mg ; t~ ( « 
2 ] 

10 18 1] 

( a - 2 80 
Mb 2 8 ] 



,3 R 4 




R 9 R 10 



COOR 17 




.(X^COOR 17 

rAr 10 



R 1 ' ^OT 
LQ = CI or OMs 

58mgHfc.*jS6 3-6 4t JR*7 5% 
3 ] 

[0 18 2] 

(a -3m) 
[ft 2 9 ] 

Me 





X.O^/COOEt 



N 



Hal = Br, I 



(BE#2 004-3122706 



mm 2004-167941 



^-v: 106/ 



; li^:^*^ (i:9) «u «wft^**fett*fcL-c 2 3 9mg*r 

£o J»6 8 % 
[«$l 4 ] 

[0 18 3] 
(a -480 
[ft 3 0 ] 



OHCLAs 




Me 

isA/ COOR17 



.COOR 17 



(R' = TFMP, R 2 = CH 2 NHnBu. R 1 '= t. B«. . -4 ^ 1. > 

$85% 

Sfxf^x^rJl' (a -4- 2) t#fco 
[*»J 5 ] 

[0 18 5] 
( a - 5 m 
Mb 3 1 1 



COOH 




|4- [4-*h*^?-*-5- (4-Hj7**n^Wx^) -fyW 

ffifE4»2 004-3122706 



S&m 2004-167941 



107/ 



h5tFD77>3mi mm^miti- Y V * A l 9 m g ^JJDX. 

, RiBatMSfl^*-^ 0mg<Ofh7tKn7?>0. 5m 

«ife^UU17 Smgftft. **8 6%. ^M^f^^VT-n^vx 
6 ] 

[0 18 6] 

( a - 6 80 
[<fc 3 2 ] 



-11) 2 10 m %<Ot 
1 . 5ml flOx.. MW? 




Me 




OBn 




Me 



AcOH-c.HCi 



1)BrCH2COOMe 
K2CQ3. Kl ^ 

2) LiOH 




y—COOH 



wi^wU^s. ««^^? A r T«; ;i^rs?™?ii 

ij^;v^nvM:#U IB*-*-*-* (1.2) t^fflU fertilise. 

h Lt 5 3 0 mgf/:o W 9 6 % 

1- (4-kKn^>-3-^f^-7x-;V) -3- [4-***- 5 (4 >; 
7*,*u**»7 *-*>) -4V***/-*-3--f*] -?u^y-l-*s («-6 

~~ (.-6-1- 1) 5 3 0mgC»14mKS^l. 2m 

aS*->V*Wo-7H:#U ft«^>u:^*> (l . 2) ^fcBU *pfi<t 
°J®tZi®ltLX2 1 Omiftft. W5B%. ^»fxf;v-Mt.^ 

,d,J=8.4Hz),7.74-7.85(6H,m). 

miE# 2004-3122706 



#® 2004-167941 



^-v I 108/ 



6 i^#ltL^7^y-Mb^ (.-6-2-1) iSOmgt^W^ 
*:*N|fcLT 1 4 



V^+TT- 13- [4-^*-B- (4-^^^ 

**T, IMMCT^U. iET^I«lt^ M ?*^?S^it 

[Xttft 7 1 
[0 18 7] 

(.« -7 8;) 
[ft3 3] 




miE#2 0 0 4-3 1 2 2 7 0 6 



#H 2004-167941 



^-vl 109/ 



-iv M- 1-2-3) 2 2 5mg, (4-^^*^h-2-> Wx^W) T-teh- 

; Ttit (9 5 15) «U «^^ B UU3O0mg 

«fcSl 9 a) 2 : 0/ 2.29(3H, s), 2.31(30. s), 3.63(2H, s), 4.14(2H, s), 7. 26-7. 28(3H. 
m), 7.74(2H, d, J=8.4Hz), 7.82(2H, d, J=8.4 Hz) 

xLo) t#fco W8 8%, Rf = 0. 2 5 (>m*/>J*WV-f,ft« 

: ^^■9">'= 1 : 3t?JR5H) o 
[0 18 9] 

7l - )V ) ^y*t'/-Jl'-3-'fWW^77i)l'] 7x.-;v] 7^f7>// k 

, / _ ;1/ _ 3 _^ W fW)V77^] 7xi*] T-tl->V;V («-7-l-l) 3 
00m« HKnW75>fi»fi2 5 9mg, 2 8%tHJ-?A^^K 0. 7 
IT ^'-MOml Oft*** 2 0»W»U, HffiT»J*«*U^ ; .5* 

Sft f«T«k*«*bfc. ««ti«lkU2 0 9mg#fc. «»92% 
n»i*«^ [2-^^-4- t4-^-5- (4-h 

y> (c _ 7 _2-2. X^O) W5 7% 

[01911 

f^f _^^;W-4- [4-^f-;V"5- (4-f'J7^nptfiV7x^) -TV* 
tA-3-^V^W^77^^] -4H- [1, 2, 4] ^tv7 

^^- (i 2:»-m-4- [4-,^-5- (4-|W*njf 

(.- 7 - 2- 1) 2 9 9mg, 1. 1* -*^^r/HH2 3mg ; , 
o_y T -H-'lfv^n [5 4 0] *>7*-7-*-y4 1 9mg> rWt >°77/ 

iomi ^a****** i wwu. 1 M) J**^**^ 

5S±i *. S**^>i*^v^n-7bi:#U >;vi>:«if^ (9 5:5) -e* 

fc„ W4 2% 
[Hlfctffl 8 ] 
[0 19 2] 

, ( l"l2-^;V-4- [4-^V-5- (4-h'J7^n^f;V7x^) -- f V 
^Ji ;V lt_^^^->] -4H- [1. 2, 4] 

5 N-^Kn;->-2- 1 [2-^^-4- [4 -,**-5- C*-^*** 0 ** 

ffi!E# 2004-3122706 



2004-167941 



^-v: no/ 



9 9^1 100ms ^ Wn*7tf - b 5 5mg, RS^fA 1 5 5mg,J 
(9 5 : 5) tPLWW»^^4 0m g #f:o ^ 3 7 

% 

[0 19 3] 

( a -sm) 

lit 3 4 ] 



R 4 



R 



R 1 ' 



Ha 




.COOR 



,17 




.COOR 



17 



p R 3 =R 4 =H R = 2-Me, R 1 7 = Me> a — 8 — 1 0 ) 

6 8mg#/:o ft*7 4% 
[Xttffl 1 0 ] 
[0 19 4] 

( a - 9 m 

[it 3 5] 



,3 R" 



R 1 ' 



Me 2 N 



O 

.A, 



.COOR 




COOR 17 



T M7^n^f^7i-^) -fy***/-* (3-1-2-3) 2 0 9mg^t 

ffiSE#2 004-3122706 



#M 2004-167941 



^-v : 111/ 



X2 2 7mg*fc. 5% 
1 1 1 
[0 19 5] 
U-l 0 80 
Mb 3 6] 




;4nif;V7x^;V) -fvW-* (R 1 =TFMP, R 2 =Me, R 3 =R 4 =H, R = 2-F, X = 0. 

SfcUl. 8 2 g»fc« »R*7 8% 

[01961 . . , 

n«K (.-10-1-2) - (a- 1 0-1-5) **JfcL*-o 

[0 19 7] 
[^7 3] 



No. 

a-10-1-1 


R I 
2-F 


X 
O 


NMR _ ■ 

2.35(3H,s),5.25(2H,s) J 7.00-7.30(3H,m), 

7.76(2H,d,J=8.lHz), 7.84(2H,d,J=8.lHz) 


a-10-1-2 


H 


0 


2.28(3H,s),4.12(2H ) 8),7.25-7.45(4H,m), 
7.74(2H,d,J=8.4Hz),7.82(2H,d,J=8-4Hz) 


a -10-1-3 


3,5-diF 


O 


2.40(3H,s),5.25(2H,s),7.06-7.16(2H,m), 
7.76(2H,d,J=8.4Hz),7.86(2H,d,J=8.4Hz) 


a -10-1-4 


3-CF 3 


S 


2.29(3H,s),4.17(2H,s),7.51(2H ) d,J=8.4Hz), 

7 62(lH,dd,J=8.4Hz,2.lHz),7.74(2H ) d,J=8.4Hz), 

7 77aH,d,J=2.lHz).7.81(2H.d,J=8.4Hz) 


a -10-1-5 


2-CF3 


S 


2 29(3H,s),4.16(2H,s),7.43(lH > dd,J=8.4Hz,2.4Hz), 

7.62(lH,d,J=8.4Hz),7.65(lH,d,J=2.4Hz), 

7 74f2H.d, J=8.7Hz>.7.81(2H.d. J=8.7Hz) 



y k*-*-£-4 T^)*B^^f» (R'-TMP. R 

u P 3 p4_ H d - vf X = 0 R 17 = Me> — 1 0 — 2 — 1 ) 

' ji '° ; ») <y * f ./-* (.-10-1-1) 0. 35g, 7 »V»>n* 
> 8 

U1!E# 2004-3122706 



#M 2004-167941 



^->?: 112/ 



3 g #fc 8 JRS|S9 2 % 

[0 19 9] 
( a - 1 1 tfe) 
[<IS5 0] 




□5 i ,N-— 
.n^N R 



C0 2 Me 



*$T + t] l-<f*l IW* ****** »■■». R2 *' R - R - R = 

3mgff:o 7 %o 

[0 2 0 0] 

(a - 1 2l£) 

Mb 5 i 1 




O z Me 1 N NaOMe 



At 



LG 




C0 2 Me 



*Zxi^X 3 1 1 m 7» 1 ®mr * «tHWj> 

ZltnmmlZvla 2 3 mi***- *iB-e3«iwra#bfc. ke«*««l 

«E-fb-ft-«l* 3 4 9mg#Jt. JR!p7 2%„ 
[Xttffl 1 2 ] 
[0 2 0 1] 

( ^~ ltt) ffl»2 00*-3 1 2 2 7 0 6 



#M 2004-167941 



^-v : 113/ 



lit 3 7] 





(X^COOH 



XOOR 17 

LiOH NaOH 



<l7%Z»?T±ll -Wm (R' = TFMPy R* = R' = R< = R' 

= R 10 = H, R=2-Me, X' = S, jS-1-2) 
R {2 _5V;v-4- [5- (4-HJ7;vto,f)V7x^ -r;^ -v- 

m a«-rf7KKn7r/5ml fc**U 1 M*HMfc'J * 1 m 1 *in*-, I^Tl 

Ctlt ^ / - tll»«5* 2 0 6 m g#fco JR^9 7 /o 

[£ttffl 1 3 ] 
[0 2 0 2] 

Hfc 3 8 ] 




^ry^ COOR17 




.C0 2 H 



^W-^-S-W T*'J*» (1 0) (R =TFMP, R 2 =Me, R 3 = 

l? 4 -H R - 3-F X 1 =0, R 17 = Me> /? — 2 — 1 5) 

f_ f 3 -7/t*n-4- [4-A;v-5- (4-HJ7^n^;V7xaM 4 

- 1) 0 7 9 g •» 4 N-LiOH 1 . 5 m U 7X 3 m U THF 2 0 m 1 Oft*tt J 5 5 J£ 
4 SWBWLfc. «ET»iM*U 2Ml«»ttl=L*. *r»bfc»***A 

[0 2 0 3] 

( /J - 3 ft) 
Hb 5 2 ] 



,CC>2Me 



=\ CO2H 



,5? 




4 



1( - r>l «? - (4 - V U 7JHn^f;v7x-;v) -< 3 -1 

R 21 = H b-3~l) 

ffifiE# 2004-3122706 



SfrM. 2004-167941 



^-v : 114/ 



>2 Ll-^^^. 5ml»2^M1tt>^A». 4 lml^ 

fco »8 7%o 
[0 2 0 4] 
( fi - 4 

[It 5 3 ] 




R! 



R? R 4 



2N NaOH 




LG 



C0 2 Me 




;^;ii^;.]%>t-;V-l-^M ft» (R 1= TFMP, R*=Me, R3=R 4 = R 5 = R 7 = 

i^^v^«U *^Tn*?r?*ffi) rt h 

[0 2 0 5] 

(/8- 5&) 
[<t 5 4 ] 




0 2 Me 




0 2 H 



p3 p4_ p5_ p6_ R 7 = D8 = u b-5-l) 

ffifE#2 004-3122706 



#11 2004-167941 



^-v : 115/ 



5 m 1 fc7K2 0 m 1 Lfc«M*»U ***** ***** * J* T * 

[0 2 0 6] 
[0 2 0 71 



[*7 4] 



Ov^COOR 17 
Me 



No 




R1 


R2 


X1 


R3,R4 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a -1-2 


ar-1 




Me 


O 


H.H 


Me 


oil 


2.29(3H,s)Z32(3H,s),3.80(3H r s),4.61(2H,s)5.13 
(2H,s).6.67(1 H f d,J=9.0Hz),6.79(1 H,dd,J=9.0,2.7 
Hz),6.86(1 H.d, J=2.7Hz),7.75(2H,d, J=8.1 Hz).7.8 
4(2H,J=8.1Hz) 


or -1-3 


a-1 




| Me 


o 


Me.Me 


Me 


oil 


1.76(6H f s)Z20{3H l s) f 2.37(3H f s),3.78(3H f s),4.56 

(2H.s),6.49-6.50(2H,m), 

6.67(1 H ( m)J.75(2H,d J=8.1 Hz),7.84(2H,d,J=8.1 

Hz) 



[0 2 0 8] 



ffifE#2 004-3122706 



#0 2004-167941 



^-vl 116/ 



[*7 5] 



No 




R1 


R2 : 


<1 


R3.R4 F 


R17 r 


np 


NMRCCDGUJ or DMoU-ao; 


a -2-2 


or -2 


F 3 C ^ 


Me 


S 


H,H 1 


Et i 


53-64 1 
\ 
I 


l.29(3H r t,J=7.2Hz)Z23(3H,s),Z24(3H f s) f 4.03(2 
-|,s),4.25(2H,q t J=7.2Hz),4.61 (2H,s)6.61(1 H,d,J= 
3.4Hz) ,7.1 8(1 H,dd f J=8.4,2-1 Hz),7.Z3tl H,u-£.i n 
0,7.74(2H,d.J=8.1 Hz),7.82(2H.d J=8.1 Hz) 


Of -2-4 


of -2 




Me 


S 


H.H 


Et 


58-59 


1 .3O0H f t,J=7.2Hz>,1 .91(3H,s)2.25(3H,s),3.34(4 
H,t,J=4.8Hz) f 3.79(4H t t > J=4.8Hz) t 3.87(2Ks).4.26 
[2H,q,J=7.2Hz),4.61 (2H,s),6.62(1 H,d, J=8.4Hz),7. 
71-7.22(2Hm) 


or -2-5 


Qf-2 




Me 


o 


H,H 


Me 


112- 
113 


1.99(3H,s)2.27(3H,s) f 3.37(4H,t,J=4.8Hz) f 3.78- 

3.81(4Hm),4.60(2H.sX4.93(2H,s) ? 6.65(1H.d,J=8. 

7Hz) f 6J6(1H,dd,J=8.7.3.0Hz),6.83(1H,dJ=3.0Hz 

) 


a -2-6 


or -2 




Me 


s 


H r H 


Et 


oil 


1 .28(3H,t, J=7.2Hz),2.1 9(3H,s),2.24(3H,s) ,4.01(2 
H,s)A25(2H r q,J=7.2Hz) f 4.6K2H f s)6.61(1H,d,J= 
8.7Hz) 7.1 8(1 H,dd,J=8.4,2.4Hz),7.22(1 H,J=2.4H 
zX7.46(2H,d,J=8.4Hz),7.63(2H,d,J=8.4Hz) 


or -2-7 


or -2 




(X 


s 


H.H 


Et 


oil 


1.29{3H,t t J=7.2Hz) l 2.22(3H^) f 3.93(3H,s).4.25(2 
H,q, J=7.2Hz),4.61 (2H,s)6.58(1 H,d,J=9.0Hz),7.1 2 
-7.14(2H,m) f 7.26-7.32(5Hm),7.42-7.45(4H i m) 


or -2-8 


or -2 






s 


H,H 


Et 


oil 


1.29(3H,t,J=7.2Hz) f 2.21(3H,s),3.93(3H r s)A25(2 
H,q.J=7.2Hz).4.61(2H l s)6:57(1H t d f J=8.1Hz),7.07 

-7.12(2H,m),7.29- 
7.46(6H,mX7.70(2H.d.J=8.1 Hz) 


or -2-9 


or -2 




Me 


s 


H,Et 


Et 


oil 


1 .07(3H,t J=7.5Hz),1 .28(3H # t t J=7.2Hz).1 .98- 
2.1 7(2H,m), 2.21 (3H,sX2.26(3H,s),4.03(1 H,da\ 
J=8.4,7.5Hz),4.24(2H,q^=7.2Hz),4.60(2H,sX6.57 
(1H,d,J=8.1Hz),7.09- 

7.14(2H f m),7.74(2H,dJ=8.4Hz),7.81(2H,d,J=8.4 
Hz) 


or -2-10 


c*-5 




Me 


s 


H. 
4-F- 
C6H4 


Et 


oil 


1^8(3H,t,J=7.2Hz),2-09(3H.s),Z20(3H f s) f 4.22(2 
H,q,J=7.2Hz) A60(2H,s),5.28(1 H,s),6.55(1 H,d, J= 
8.4Hz), 6.95-7.03(2H,m)7.06-7.14(2H^n) f 7.32- 
7.38(2H f m),7.73(2H,dJ=8.4Hz),7.80(2H,d,J=8.4 
Hz) 



[0 2 0 9] 



mSE# 2004-3122706 



K7 6] 



#H 2004-167941 



s<-i?: 117/ 



No 




R1 


P9 


A 1 


R1 R4 


R1 7 


mp 


NMR(CDC13 or DMSO-d6) 


Of -2-11 


a -2 






s 


H,H 


Et 


oi! 


1 .28(3H.t,J=7.2Hz),2.23(3H,s),4.1 1 (2H,s),4.24( 
2H q, J=7.2Hz),4.61 (2H,s),4.66(2H,s), 6.60(1 H,d, 
J=8.4Hz),7.1 5(1 H,dd, J=8.4,2.4Hz).7.22(1 H,d, J= 
2.4Hz),7.77(2H,d, J=8.1 Hz),796(2H.d, J=8.1 Hz) 




Of -2 






s 


H.H 


Et 


oil 


1.29(3H,t f J=6.9Hz) t 2.23(3H,s) i 3.82(2H ( s)A10( 
2H t s) f 4.25(2H f q,J=6.9Hz),4.61 (2H,s) f 6.60(1 H,d, 
J=8.4Hz),7.11- 

7.73(7H,m).7.68(2Hd. J=8.1 Hz) ,7.76(2H,d, J=8. 1 
Hz) 


a -2-1 3 


ar-2 






s 


H.H 


Et 


oil 


1.29(3H.t T J=7.2Hz) ? 2.23(3H,s) f 3.96(2H t s)A25l 
2H,q,J=7.2Hz),4.60(2H,s),6.59(1 H,d,J=8.1 Hz),7. 
07- 

-« oo/"7U .-^ 1 m( 014 A 1— Q U-»^ R 00(91-1 A .1=9 0 

Hz) 


a -2-1 4 


a -2 


Me 




s 


H.H 


Et 


53-54 


1.29(3H,t,J=7.2Hz),2.24(3H,s),2.44(3H ( s),3.92( 
2H,s),4.26(2H,q,J=7.2Hz) f 4.61(2H,s),6.61 (1 H.d, 
J=8.4Hz),7.1 7(1 H,dd, J=8.4,2.4Hz).7.1 9(1 H.d. J= 
Z.4HzJ 


-2-1 5 


or -2 






s 


H.H 


Et 


oil 


1.29(3H,t,J=7.2Hz),2.25(3H f s),2.92- 
2.99(4H > m) f 3.79(2H f s),4.26(2H f q r J=7.2Hz) i 4.61( 
2H,s),6.61(1H,d,J=8.4Hz),7.09- 
7.26(7H,m),7.70(4H f s) 


a -2-1 6 


a -3 




OHC- 


s 


H,H 


tBu 


oil 


1.47(9H,s) f 2.24(3H f s),4.28(2H,s).4.5K2H,s) t 6.6 
(KlH t d,J=8.4Hz) r 7.18- 

7.24(2H i m),7.84(2H,d,J=8.7Hz) ? 8.03(2H i d f J=8.7 
Hz),10.10(1H,d,J=0.6Hz) 



[0 2 10] 



ttJ|E# 2004-3122706 



$&m 2004-167941 



118/ 



mi 7] 



C-CC X 



X 3 
R 10 



No 



R1 



a -2-1 7 



a -2 



a -2-1 8 



Of -2 



a-2-19 



or-2 



a -2-20 



a-2 



or -2-21 



O/ -2-22 



or -2 



Of -2 



i / 



X 2 \ ^.x 3 



R2|X1|R3,R4|' 

R 9 R 10 



mp 



"O COOEt 



Me S H.H 



oil 1 .23(3H,t,J=7.2Hz).1 .66(3H.d.J=6. 
9Hz).2.22(3H.s).4.02(2H.s).4.20(2 
H.q.J=7.7Hz).4.71(1 H,q,J=6.9Hz).6 
79(2H.d,J=9.0Hz).7.33(2H.d.J=9.0 
Hz).7.74(2H,d.J=8.1 Hz).7.82(2H.d. 
J=8.1Hz) 



F 3 C 



X 



O ^COOEt 



Md S H.H 



oil 1 .06(3H.t,J=7.2Hz).1 .23(3H,t, J= / 
2Hz) 1 93~ 

2.02(2H.m).2.22(3H.s).4.03(2H.s).4 
16- 

|4^3(2H,m).4.51(1H.tJ=6.3Hz).6.8 
0(2H.d,J=9.0Hz).7.32(2H.d.J=9.0H 
z),8.13(2H.d.J=8.4Hz).7.82(2H,d,J 

=8.4Hz) 



COOEt 



Me S H.H 



^O^^COOB 



Me S HjrPr] 



^O^-COOB 



NMR(CDCI3 or DMSO-d6) 



[oil 0.97(3H.t,J=7.2Hz).1 .23(3H,t,J=7 
2Hz),1 -48-1 .57(2H.m).1 .86- 
1.96(2H.m).2.22(3H.s).4.02(2H.s),4 
.19(2H.q.J=7.2Hz).4.54- 
4.58(1H.m).6.79(2H,d,J=9.0Hz).7-3 
2(2H.d.J=9.0Hz).7.74(2H.d,J=8.1 H 
|z).7.81(2H,d.J=8.1Hz) 



oil 0.90(3H,t,J=7.2Hz).1 .27(3H.t.J=7. 
2Hz).1.55- 

1 .62(2H.mX2.22(3H,s).2.59(2H.t.J 
=7.5Hz).4.02(2H,s).4.24(2H.q,J=7. 
2Hz).4.61 (2H,s).6.62(1 H,d.J=8.1 H 
z).7.17- 

7.22(2H.m).7.74(2H,d.J=8.3Hz).7.8 
1(2H.d.J=8.3Hz) 



Br S H.H 



55-57 |l.29(3H,t.J=7.2Hz).2^4(3H.s).4.0 
2(2H.s).4.25(2H.q.J=7^Hz).4.61(2 

H,s).6.61 (1 H.d,J=8.4Hz).7.1 9- 
7.26(2H.m).7.48(2H.d,J=9.0Hz).7.9 

8(2H.d.J=9.0Hz) 



Br S H.H 



1 .30(3H,t,J=7.2Hz).2.25(3H.s).4.0 
4(2H^),4^5(2H.q.J=7.2Hz),4.61(2 
H,s).6.62(1 H.d.J=8.4Hz).7.1 9- 
7.23(2H,m).7.77(2H,d.J=9.0Hz).8.1 
6(2H.d,J=9.0Hz) 



[0211] 



ffiiE#2 004-3122706 



#0 2004-167941 



^-v: 119/ 



K7 8] 



CX^/COOR 17 




No 



a -3-1 



or -3-2 



a -3 



a-3 I 



Me 



Me 



a -3-3 1 a-3 



a-3-4 a-3 FgC ^ 



F 3 C 



XX 



"XX 



H.H Et 



H.H 



H.H 



S H.H 



Me 



Of -3-5 I a-3 I 



, a -3-6 1 Of -3 



a -3-7 I a-3 p 3 C^ 



S H.H 



S H.H 



mp 



NMRCCDCI3 or DMSO-d6) 



tl 30(3H t J=7.2Hz).2.21 (3H,s).2.4UWH_ 
u'i 6 56(1 H.d.J=8.4Hz),7.06- 
,d.J=8.1Hz) 



105-107 |2.25(3H.s).2.48(3H.s),3.78(3H.s).4.59lZ 
LdJ=8.4Hz) 



oil 



oil 



Et 



a -3-8 1 a-3 



F 3 C 



S H.H 



a -3-9 1 a-3 1F3C' 



S H.H 



U-3-10J a-3 p 3 c 



Et 



Et 



128(3H.tJ=7.2Hz).2.2H3H.sW»^ 
s) A T25(2H.q,J=7.2Hz).4.61(2H.s).637(1 

H. d J=8.4Hz).6.90(1 H.d,J=9 0Hz) 7.07- 
7.12(2H.m).7.43(3H.m).7.56(2H.s).7.72( 

2*H.d.J=8.4Hz) 

I. 29(3H.tJ=7.2Hz).2.21(3Hs).3 9bUH 
s)4.25(2H.q.J=7.2Hz).4.61(2H.s).6.58(t 
H.d.J=9.0Hz).7.09(2H,m).7.51- 

]7 7/KfiH m) 



1 29(3H.tJ=7.2Hz).2.23(3H.s).^ 
i s).4.1 2(2H.s).4.25(2H.q).4 61 2H s).6 59 
(1 H,dJ=8.4Hz) f 7.09-7.14(6H.m).7.71- 
7.72(4H,m) 



1.28(3H.t.J=7.2Hz).2.19(3H.s).4l3^ 
s) 4 24(2H.q.J=7.2Hz).4.56(2H.s).6.58(1 
H.dJ=8.4Hz).7.23(3Hm).7.41- 

7.42(2H.m).7.52- 
7.55(2H.m)J.77(2H.d.J=9.0Hz). 

ft anf 2H.d.J=9.0Hz) 



|Rf=0.34 (EtOAc:Hexano=1:3 



,1.29(3H.t J=7^Hz).2^3H s;. 
3.83C2H. s>. 4.15C2H. s). 4.25C2H q. 
J=7.2 Hz). 4.6K2H. s). 6.59(1 1 H Id 
J=7.8Hz). 7.09-7.1 2(2H. m). 7.23(2H. 
d. J=8.1Hz). 7.55(2H. d. J=8.1Hz). 
7.7 K4H. s) 



/./ iv« *n. »/ - — 

1.29(3H.tJ=6.9H Z )^3t3H.sJ3.M«n. 
s)4.15(2H.s).4.25(2H.q.J=7.2Hz).4.61<2 

Hi).6.60(1 H.dJ=8.1 Hz)*99; 
7.14(5H.m).7.29-7.35(1 H.m).7.70- 

7.71(4H.m) 

129(3H.U=7.2Hz).2.23(3H.s).3.83WH. 
s)A14(2H.s).4.25(2H.aJ=7.2H2).4.61(2 

H.s),6.60(1H.d.J=8.4Hz),7-09- 

7.1 3(2H.w).7^9-7.53(4Hjm).7.7K4as) 



[0 2 12] 



{±iSE#2 004-3122706 



2004-167941 



^-v : 120/ 



1*7 9] 

R* /^ X 1^^ R» R" 



No 1 




R2 


XI 


R 9 R 10 


mp 


NMR(CDCI3 or DMSO-d6) 


a -4-1 


a -4 


n ML] ysi to 1 

nBuNHCHZ- 1 


^ 1 
i 


OCH2COOtBu 


1 
( 

( 

1 


i Ql^lh * 1=7 5 Hz} 1 33— ""*" 
.60(13H.m).2.24(3H.s). 2.69 
2H.tJ=69H2). 

*.73(2H.s),4.1 2(2H.s).4.50(2H.s). 6.59 
1 H,d.J=8.4Hz),7.1 5(1 H,dd,J=8.4.2.1 Hz), 
7.21 (1H, d, J=2.1Hz),7.74(2H,dJ=8.1Hz). 
3.04 <2H,d, J=8.1Hz) 


a -4-2 


or -4 




S 


OCH2C0OEt 




1.29(3H.tJ=7.2Hz),2.25(3H.s).2.44(4Km).3. 

!>4Vtn,SA«3-OoVHn,my, 

4.1 9(2H.q.J=7.2Hz).4.1 9(2H,s).4.25(2H. q, 
J=7.2 Hz).4.61(2H.s),6.61 (1 H.d.J=8.4Hz), 
7 18C1H. dd. J=8.4,2.1Hz).7.22(mmX 
7.75(2H,d, J=8.4Hz). 7.96(2H.d.J=8.4Hz) 


a -5-1 


a -5 


-CH20Me 


s 


OCH2COOH 


105-107 


2 24(3H s) 3 43(3H.s).4.12(2H.s). " " 
4.46(2H.s)A66 (2H,s), 6.65(1 H.d. 
J=8.5Hz),7.18-7.24(2H.m).7.76(2H, 
d t J=8.7Hz)7.88(2H 1 d,J=8.7Hz) 


a -6-3-1 


Of -6 


Me 


CH2C0 


OOH2COOMe 


133-134 


2.26(3H.s).2.33(3H.s).3.08(2H.t t J=7.5Hz),3. 

50(2H.tJ=7.5Hz).6.72(1Hd.J=9.0Hz)),7.72- 

7.87(6Hjn). 


a -6-4-1 


a -6 


Me 


CH2C0 


OCH2COOH 


191-194 


2.27(3H.s),2.34(3H.s),3.08C2H.tJ=7.2Hz),3. 
50(2H.t t J=7.2Hz).4.72(2H.s).6.77(lH,d,J=9. 
0Hz).7.73-7.88(6H,m). 

MS m/e 452 (MH+) 


a -7-2-1 
a -7-2-2 


a-7 
a-7 


Me 
Me 


S 
0 


CH2C0=NH)NHOH 
CH2C{=NH;NHOrl 


152-154 


2.32(6H,s),3.42(2H.s).5.17(2H.s).6.8 
6.90(2H.ro).7.1 4(1 H.d.J=7.8Hz),7.75(2H.d.J 
=8.1 Hz).7.84(2H.d, J=8.1 Hz) 
MS m/e 420 (MH+) 


a -7-3-1 


a-7 


Me 


s 




203- 
204.5 


2.29(3H.s).2.31 (3H,s). 
3.83(2H,s).4.06(2H.s).7.11-7.22(3H,m). 
7.76(2H.d.J=8.6Hz).7.82 (2K d.J=8.6 Hz) 


a -7-3-2 


or -7 


Me 


o 




190-192 


2.33(6H.s).3.80(2H,s).5.18(2H.s) t 6.86(2H.m) 
,7.1 5(1 H.d,J=8.1 Hz).7.77(2H.dJ=8.7Hz),7.8 
7(2H.d.J=8.7Hz) 


a -7-3-3 


a-7 


Me 


1 s 




156.5- 
158.5 


2.1 8(3H.s).2.28(3H,s).4.01 (2H.s).4.97(2H.s). 
6.75(1 H,d.J=8.4Hz),7.1 9- 
7.21(2H.m).7.74(2H.d.J=8.4Hz),7.80(2H,d.J 
=8.4Hz).9.93(1H.br) 


a -7-3-4 


j a-7 


Me 


o 






2-24(3H.s).2.32(3H.s).4.96(2H.s).5.14(2H,s). 
6.80- 

6.88(3H,m).7.75(2H.d,J=8.6Hz).7.B4(2H.d.J 
=8.6Hz) 


a-7-4-1 


a-7 


Me 


o 




168.5- 
168.5 


2.32(3H.s). 2.34(3Ks). 
3.68(2H.s),4.1 8(2H,s),5.1 9(2H,s).6.87- 
6.90(2H, m).7.12(1H.d. J=8.1Hz). 7.24 
(1H,br).7.75(2H.d,J=8.4Hz). 7.85(2H, d. 
J=8.4Hz) 



[0 2 13] 



ffiiE# 2004-3122706 



Sfrm 2004-167941 



s; : 121/ 



[*8 0] 



No 



a -8-1 



-8-2 



or-8 



a -a 



F 3 c 



a -8-3 



z-8 



*-8-4 



a -8-5 



a -8-6 



a -8-7 



a -8 



R1 



F 3 C 



R2 



Me 



Me 



G02Me 



OCH2CF 
3 



F 3 C 



CH20C 
H3 



a-8 



a -8 




F 3 C 



F 3 C 



a -8-8 



a -8-9 



a -8 



of -8 



F 3 C 



H.H 



H.H lOMe 



RH 



RH H 



NMR(CDCI3 or DMSO-d6) 



hTh 



H H 



DPM ! 



te.32(3H,s), 5.23(2Rs), 
6.45(1 Rd,J=15.9Hz), 7.01(1 Rs), 
7 05(2Rd,J=9.0Hz), 7.20-7.40(1 0H,m), 
|7 51 (2Rd.J=8.7Hz). 7.7 1 (1 H,d,J=1 5.9Hz) 
7.75(2Rd,J=8.7Hz), 7.84(2Rd,J=8.7Hz) 
|2.34(3H.S),3.01 (3Rs),5.20(2Rs). 
6.45(1 Rd.J=15.9Hz). 7.00- 
|7.4l(13Rm),7.02(1Rs). 
,7.69(1 Kd,J=1 5.9Hz), 7.74(2Rd,J=8.7Hz) 
l7.B3(2Rd,J=8.7Hz) 



DPM 



3*81 (3Rs).5.41 (2Rs>.6\46(1 Rd.J=16.2Hz 
)J.02- 

7 42(14Rm).7.52(1 Rd.J=B.7Hz).7.72(1 H 
d.J=16.2Hz).7.78(2H.d.J=8.4Hz).8.09(2K 
d,J=8.4Hz) 



HI H Me 



HH 



H I H I DPM i 



R 
4-F- 
C6H4 



CQ2Me 



0H2OC 
H3 



H 



HH H 



Me 



HH 



H. 
4-F- 
C6H4 



4.44(2Rq,J=7,8Hz). 5.27(2Rs). 
6.47(1 Hd,J=16.2Hz). 
7.01(1 Rs)7.04(2Rd,J=8.7Hz). 7.24- 
7.44(1 0Rm),7.53(2H.d.J=9Hz). 
7.71(lRd,J=15.9Hz). 
7 77(2H.d.J=8.4Hz),8.03(2Hd,J=8.4Hz) 



3.42(3Rs).4.50(2Rs),5.29(2Rs).6.46(1R 
d J=1 6\2Hz),7.01-7.06(2Rm).7.26- 
7.41 (1 2Hm).7.52(1 Rd,J=8.7Hz).7.71 (1 H. 
d,J=16.2HzX7.78(2H,d,J=8.4HzX7.93(2H 
d,J=B.4Hz). 



HTH DPM 



6.40(1 Rd.J=1 5.9Hz),6.51 (1 Rs).6.62(1 Hs 
),7.00-7.1 3(5Hm).7.2B- 
7.39(1 0Rm),7.45- 

7.56(4H,m).7.67(1Rd.J=15.9Hz).7.70(2R 
dJ=8.7Hz).7.85(2Hd,J=8.7Hz) 



HTH I tBu I |1.54(9RS).2.43(3RS).3.81(3RS),5.3B(2H 
' l,s),6.22(lRd,J=15.9Hz).6.83- 

,6.91 (2Rm),7.54(1 Rd,J=9.3Hz).7.78(2Rd 
J=8.1 Hz),7.83(1 Rd. J=1 5.9Hz),8.09(2Rd. 
J=8.1 Hz) 



Mi 



Me 



H Me 



H Me 



2.44(3RS).3.42(3RS).3.80(3RS).4.50(2H 
,s).5.27(2Rs),6.28(1 Rd,J=1 5.9Hz),6.85- 
6 93(2H,m).7.53(1 Rd.J=8.4Hz),7.74(2Rd, 
J=8.7Hz).7.92(2H,d, J=1 5.9Hz),7.93(1 Rd, 
J=8.7Hz) 



£40(3RS).3.79(3RS).6.25(1 Rd, J=1 5.6H 
z).6.50(1 RS),6.62(1 RS) t 6.83- 
6.90(2Rm),7.06-7.1 5(2Rm),7.46- 
7.56(3Rm).7.70(2Rd,J=8.4Hz),7.83 
7.92(3H,m) 



[0 2 14] 



ffi|iE#2 004-3122706 



#H 2004-167941 



^-v : 122/ 



[«8 1] 



No 




R1 


R2 


XI 


R3.R4 


R5 1 


=16 1 






R17 


mp I 


JMR(CDC13 or DMSO-d6) 


a -8-10 


or -8 




Me 


O 


HH 


H 1 


Vie 


H 


H 


Me 


2 
i 

K 


!.32(3HS),2.44(3H,S).3.80(3HS),5.21(2H 
s).6.28(1 H.d.J=15.9Hz).6.84- 
>.92(2Hm).7.54(1Hd,J=8.4Hz),7.75(2Hd, 
J=8.4Hz),7.84(2H,d, J=8.4Hz).7.91 (1 Hd.J 
=15.9Hz) 


a -8-11 


a -8 




0H2OEt 


o 


HH < 


DMe 


H 


H 


H 


Me 


1 
< 


.26(3H.W=6.9Hz).3.58(2Hq.J=6.9Hz),3. 
30(3Hs).4.60(2Hs),5.35(2H,s).6.45(lHd l 
J=1 5.9Hz),7.02(1 H,s).7.06- 
7.13(3Hm)/7.27- 

7.42(1 0H.m),7-69(1 H.d,J=1 5.9Hz),7.77(2 
Hd.J=8.4Hz).7-94(1 H.d,J=8.1 Hz) 


a -8-1 2 


a -8 




CH20Et 


o 


H,H 


H 


Me 


H 


H 


Me 




1.23(3H.t,J=6.9Hz),2.44(3Hs).3.58(2H,q. 

J=6.9Hz).3.80(3H,s).4.54(2Hs).5.27(2Hs 

),6.28(1 H,d,J=1 5.9Hz),6.87- 

6.91 (2H t m),7-54(1 H,d.J=8.1 Hz),7.77(2Hd, 

J=8.4Hz).7.92C1 H,d. J=1 5.9Hz).7.93(2H,d, 

J=8.41Hz) 


a -9-1 


a -9 




CH20C 
H3 


s 


HH 


H 


H 


H 


H 


Me 




3.44(3H,s),3.80C3Hs) f 4.29(2Hs) t 4.5K2H, 
s).6.40(1 H.d r J=1 5.9Hz),7.40- 
7.47(4H,m),7.B3(1 H,d,J=1 5.9Hz),7.76(2H, 
dJ=8.4Hz) t 7.85(2H,d,J=8.4Hz) 




a -9 




Me 


s 


HH 


OCF 
3 


H 


H 


H 


Me 




2.31(3Hs),3.81(3Hs),4.11(2HsX6.41(1H 
d,J=15.9Hz),7.34- 

7.60(4Hm),7.74(2Hd,J=8.4Hz),7.81(2Hd, 
J=a4Hz) 


a -9-3 


a -9 




H 


s 


K 
4-F- 
C6H4 


H 


Me 


H 


H 


Me 




2.35<3H,S),3.80(3HS).5.68(1 HS).6.31 (1 H 
,d,J=1 5.9Hz).6.70(1 H,S).7.01- 
7.1 0(2H.m).7.1 2-7.1 8(2Hm),7.39- 
7.48(3Hm),7.71(2H.d,J=8.4Hz),7.86(2Hd. 
J=8.4Hz)7.86(1 Hd,J=15.9Hz) 


a -9-4 


a -9 


*^ 


Me 


s 


H,H 


H 


Me 


H 


H 


Me 




2.29(3H,S),2.41 (3H.S),3.81 (3H,S).4.1 9(2H 
,s).6.33(1 H,d,J=15.9Hz),7.22- 
7.28(2H,mX7.49(1 H,d,J=9.0Hz).7.74(1 Hd, 
J=8.4Hz).7.82(2H.d,J=8.4Hz),7.90(2Hd,J 
=15.9Hz) 




a -9 




CH20M 
e 


s 


H.H 


H 


Me 


H 


H 


Me 




2.41 (3H,S),3.44(3HS).3.81 (3H,s).4.28(2H 
,s),4.50(2Hs),6.33(1 H.d,J=1 5.9Hz),7.24- 
7.26(2H,m),7.49(1H r d t J=9.0Hz),7.76(2Hd. 
J=9.0Hz).7.86(2Hd.J=9.0Hz),7.90(1Hd,J 
=15.9Hz) 


a -9-6 


or -9 




H 


s 


H. 
4-F- 
C6H4 


H 


H 


H 


H 


Me 




3.79(3H.s).6.38(2H.d, J=1 6.2Hz),6.69(1 H,s 
>,7.02-7.08(2Hm),7.31- 
7.40(6Hm),7.60(1 H,d,J=1 6.2Hz),7.71 (2H 
d,J=8.4Hz).7.86(2H,d,J=8.4Hz) 


at -9-7 


a -9 




Me 


s 


HH 


F 


H 




u 

M 


(vie 




9 11 f 3H 3 8 1 (3H s) 4 1 9(2Hs) 6 41 (1 H 
d, J=1 5.9Hz) l 7-22-7.27(2H,m).7.45- 
7.50(1 HmX7.59(1 H,d,J=1 5.9Hz),7.75(2H t 
d,J=8.4Hz).7.82(2Hd.J=8.4Hz) 


ct —9— 8 


a -9 


J3 


Me 


s 


HH 


0M< 


3 H 


H 


H 


Me 




2.28(3Hs),3.73(3H,s),3.87(3Hs).4.35(2H. 
s),6.71 (1 H,d,J=1 5.9Hz),7.29- 
7.47(3H.m).7.63(1 H,d,J=1 5.9Hz),7.8B- 
7.97(4H r m) 



[0 2 15] 



ffi|E# 2004-3122706 



#M 2004-167941 



: 123/ 



1*8 2] 



R2 



X1 R3.R4 



R5 



R6 



R7 



R8 



R17 mp 



InMR(CDCI3 or DMSO-d6) 



No 
a -9-9 



or -9 



CF3 



H,H 



Me 



Me 



F 3 C 



|2.41(3H.S).3.80(3H.s).4.27(2H.sX6.34(1 K 
d,J=1 5.9HzX7.25-7.28(2KmX7.48- 
7.51 (1 H.d.J=8.7HzX7.78(2Kd. J=8.4Hz).7. 
l85(2Kd,J=8.4HzX7.90(1H,d > J=15>9Hz) 



a -9-10 



a -9 



0H2OEt S 



H,H 



Me 



Me 



F 3 C 



Me 



H.H 



H 



Me 



Me 



1 .27(3H.t, J=6\9Hz),2.41 (3KSX3.60(2Hq, 
J=6.9Hz).a80(3H f s),4.28(2H,s),4.55(2H,s 

) ? 6.33(1 H,d.J=1 5.6HzX7.23- 
7.26(2H.m),7.47- 

7.50(lKm)J.75(2H t d.J=8-4Hz).7.86(2H,d 1 

J=8.4Hz),7.90(1 H,d,J=1 5.6Hz) 

2.30(3HS).3.79(3Hs),3.B9(3as).4.21(2H, 

s),6.49(1 H,d,J=1 6.2Hz),6.95- 
6.99(2H,m).7.41 (1 H,d,J=8.4HzX7.74(2Kd. 
J=8.7Hz),7.B2(2H.d,J=8.7HzX7.90(lHd,J 
=16.2Hz) 



a -9-1 2 1 a -9 



Me 



H,H 



OEt 



H 



F 3 C 



XX 



(x -9-1 3 1 or -9 



Me 



KH 



OMi 



F 3 C 



Br 



H 



M & | |1.50(3HXJ=7.2Hz) > 2.31(3Ks),3.81(3H,6), 
4.1 5(3Hq,J=7.2Hz) > 4.1 9(2H ( s).6.39(1 H.d, 
J=1 5.9Hz),6.97(1 H.d, J=1 .2Hz).7.08(1 H,d 
d,J=1 .2Hz,9.0HzX7.42(1 H.d, J=9.0Hz),7.6 
2(1 Kd.J=1 5.9Hz),7.73(2H t d,J=8.4Hz),7.8 

1(2H.d,J=8.4Hz) 



Me S j2.35(3H,s) l 3.81(3Hs),3.92(3H l s),4.1U2H 
s),6.41 (1 H,d,J=1 5.9Hz),6.93(1 Kd,J=1 .5H 
|z),7.36(1 H,d.J=1 .5Hz).7.54(1 H,d, J=1 5.9H 
|z).7.73(2H > d,J=8.4Hz) t 7.79(2Hd t J=8.4Hz) 



or -9-1 4 1 a-9 



or -9-1 5 ! a-9 



F 3 C 



xx 



Me 



H.H 



Me 



Me 



Me 



F 3 C 



xx 



a -9-1 6 1 a-9 



F a C 



XX 



a -9-1 7 1 a-9 



a -9-181 a-9 



JCX 



i a xx 



or -9-19 a-9 



1 2.31 (3H,SX3.78(3Ks),3.88(6Hs),4.23(2K 
sX 6.62(2H,sX6.82(1 Kd,J=1 6.2Hz). 
7.74(2H,d.J=8.4Hz), 

7.8 1 (2H.d.J=8.4HzX8.04(1 H,d,J=1 6.2Hz), 



Me 



H.H 



OEt 



Br 



Me 



KH 



Br 



H 



H.H 



H 



KH 



OMe 



H 



KH 



Me 



Me 



Br 



H 



H 



Me | 1 .52(3H,t, J=7.2HzX^35(3H,s),3.09(3KsX 

4.1 5(2Ks),4.1 4(2H,q,J=7.2HzX6.39(1 H.d. 
J=1 6.2Hz).6.92(1 H.d,J=1 .8HzX7.33(1 H.d, 
J=1 .8HzX7.52(1 Kd,J=1 5.9HzX7.73(2H.d. 
L=8.4HzX7.79(2Kd t J=8.4Hz) 



Me | 2.34(3H.SX3.8l(3Ks).4.16(2H.s).6.42(1K 
d, J=1 5.9HzX7.48(1 Hd.J=1 5.9HzX7.72- 
7.76(4H.mX7.80C2H.d.J=8.7Hz) 



Me 



Me 



Me 



2.39(3H.sX3.80(3H,SX4.1 9(2H.sX6.32(1 K 
d, J=1 5.9HZ).6.52(1 Ks).7.1 7- 
7.20(2Km),7.40- 
7.45(3KmX7.67(2Kd,J=8.4HzX7.89(1Kd, 
J=15.9Hz) 



3.80(3Ks).3.93(3H.SX4.1 8(2H.s).6.39(1 H 
d.J=15.9Hz).6.54(1 H.sX7.07(1 H.dd.J=7.8. 
1 .5HzX7.32(1 Kd.J=8.1 HzX7.40- 
7.43(2H,mX7.62(1 Kd.J=1 5.9HzX7.64- 
7.67(2Km) 



Z40(3KsX3.80(3H.sX4.2l(2H,sX6.32(1 H, 
d.J=1 5.9HzX6.63(1 H f sX7.1 8- 
7.20(2H,mX7.47(1 H.d.J=8.7Hz),7.71 (2Kd, 
J=8.4HzX7.87(2H.d t J=8.4Hz).7.89(1Kd,J 
=15.9Hz) 



[0 2 16] 



ffifE# 2004-3122706 



#11 2004-167941 



m&3] 



No 




R1 I 


R2 


X1 


R3,R4 


R5 


R6 


R7 


R8 


R17 


mp \ 


slMR(CDCI3 or DMSO-d6) 


or -9-20 


or -9 

I 




H 


S 


HH ( 


DMe 


H 


H 


H 


Me 


c 


J.80(3H.s),3.93(3Hs),4.20(2Hs).6.39(1H 
i, J=1 5.9Hz),6.64(1 H,s),6.97(1 Hd, J=1 .5H 
0,7.07(1 H,dd.J=1 .5Hz,8.1 Hz),7.32(1 H.d,J 
=8.1 Hz).7.62(1 H,d,J=1 5.9Hz),7.30(2Hd,J 
=8.1 Hz).7.84(2Hd,J=8.1 Hz) 


a -9-21 


a -9 




CH20Et 


s 


H.H 


OMe 


H 


H 


H 


Me 




1.27(3H,t,J=7.2Hz),3.61(2H,q,J=7.2Hz) l 3. 
ftl f *U «S % 93f 3H s) 4 27(2Rs) 4.57(2H.s). 
3.40(1 H.d,J=15.9Hz),6.98(1 Hd,J=1.5Hz). 
7.09(1 H,dd,J=7.8,1 .5Hz),7.43(1 Hd, J=7.8 
Hz),7.63(1 H,d,J=1 5.9Hz).7.75(2H.d,J=8.1 
Hz),7.86(1Hd.J=8.1Hz) 


a -9-22 


a -9 




Me 


s 


H.H 


OMe 


H 


H 


Me 


Me 




o mdu b\ 9 ^Rf3H 3 82(3Rs) 3 90(3H 
s),4.1 7(2H,s),6.34(1 H.d. J=1 5.9Hz),7.00(1 
H,s).7.25(1 H.s).7.72-7.93(5H.m) 


or -9-23 


or -9 




puonM 

e 


5 


H,H 


OMe 


H 


H 


H 


Me 




3.44(3Hs).3.81(3H.6),3.93(3Hs).4.26(2K 
s).4.52(2Hs).6.41 (1 H,d. J=1 6.4Hz),6.98(1 
H,d.J=1 .8Hz),7.09(1 H,dd,J=1 .SHz.8.1 Hz). 
7.43(1 H.d,J=8.1 Hz),7.63(1 Hd,J=1 5.9Hz). 
7.75(2Hd,J=B.7Hz;,7.8o\ZH,a\ J-o. / nz; 


a -9-24 


a -9 




Me 


S 


HH 


Ci 


H 


H 


H 


Me 




2.32(3Hs),3.81 (3Hs).4.23(2Hs).6.40(1 H 
d,J=1 6.8Hz),7.37-7.41(1 Hm).7.52- 
7.60(3H,m),7.74(2Hd,J=8.4Hz).7.81(2Hd, 
J=8.4Hz) 


or -10-2 
-2 


a-10 




Me 


S 


HH 


H 


H 


H 


H 


Me 




2.29(3H.s),3.80(3H,s).4.1 9(2H.s).6.40(1 H 
d, J=1 5.9Hz).7.40-7.84(9H,m) ! 


or-10-2 
-1 


or-10 




Me 


o 


HH 


F 


H 


H 


H 


Me 




Z35(3Hs),3.00(3Hs),5.31 (2H.s). 
6.31(1 Hd.J=15.9Hz),7.10- 
7.34(3H,mX7.59(1 Hd j=1 5.9Hz).7.76(2Hd 
l=fl 1 Ut) 7 B4(2H d J=8 1 Hz) 


or -10-2 
-3 


ar-10 




Me 


o 


HH 


F 


H 


F 


H 


Me 




£41 (3H.s),3.81 (3H,s),5.32(2H,s).6.34(1 H 
d, J=1 5.9Hz) J.083(2H.d j=8.7Hz).7.52(l H 
d,J=15.9Hz).7.76(2H,d.J=8.4HzX7.86(2H 
d,J=8.4Hz) 


or -10-2 
-4 


a-10 




Me 


s 


HH 


CF3 


H 


H 


H 


Me 




2.31(3H.s).3.81 6(3Hs),4.247(2Hs),6.46 
3(1 Hd.J=15.9Hz),7.60-7.80(8Hm) 


a -10-2 
-5 


of-10 




Me 


s 


HH 


H 


CF 
3 


H 


H 


Me 




2.31 (3H |S X3.82(3Hs).4.22(2H.s),6.39(1 H f 
d.J=15.9Hz).7.56- 

8.06(4H.m).7.74(2H,d.J=8.7Hz),7.82(2H,d, 
J=8.7Hz) 



[0 2 17] 



ffiiE# 2004-3122706 



3&m 2004-167941 



y<-P : 125/ 




.COOH 



No 




R1 


R2 


X1 


R3,R4 


mp 


NMR(CDCI3 or DMSO-d6) 


£-1-3 


£-1 




Me 


S 


H,H 


129-131 


2.24(3H,sX2.25(3H,sX4.04(2H,s),4.67(2H, 
s).6.65(1 H,d. J=8.1 Hz), 7.1 8- 
7.23(2H,mX7.74(2H,d,J=8.1Hz),7.82(2H,d 
,J=8.1Hz) 


£-1-4 


£-1 




Me 


0 


H,H 


136-138 


2.28(3H,sX2.31(3H,s)4.62(2H,sX5.13(2H, 
s),6.71 (1 H,d, J=9.0),6.80(1 H,dd f J=9.0, 2.7 
Hz) ( 6.87(1 H.d, J=2.7Hz),7.75(2H,d r J=8.1 H 
z),7.84(2H.d,J=8.1Hz) 


£-1-6 


£-1 




Me 


s 


H,H 


134-136 


1 .88(3H,s)2.15(3H,s),3.24- 
3.27(4H,mX3.67(4H.t,J=4.8Hz).3.94(2H,s) 
,4.69(2H,s),6.77(1 H,d.J=8.4Hz)7.1 5- 


£-1-7 


£-1 




Me 


0 


H,H 


126-127 


1 .94(3H,s)2.1 7(3Rs),3.28- 
3.32(4H,mX3.67- 

3.7«4H f m) f 4.61(2H f s),4.90(2H I s),6.72- 
R ftfif m^12 89(1 H brs) 


£-1-8 


£-1 




Me 


s 


H,H 


157-159 


2.21(3H,sX2.24(3H f s),4.02(2H,sX4.66(2H, 
s) t 6.65(1 H,d, J=8.4Hz),7.20(1 H,dd,J=8.4.2 
.4Hz),7.22(1H.m),746(2H r d,J=9.0Hz) l 7.63 
(2H.d,J=9.0Hz) 


£-1-9 


£-1 




(X 


s 


H,H 


131-132 


2.22(3H,s),3.93(3H,s),4.66(2H f s)6.62(1H, 
d,J=9.0Hz),7.14-7.1 6(2H,ro).7.27- 
7.33(5H,m),7.42-7.45(4H,m) 


£-1- 
10 


£-1 


-XT 




s 


H,H 


131-133 


2.22(3H,s),3.93(3H^),4.67(2H,s)6.62(1H, 
d,*J=8.1 Hz),7.10-7.14(2H.m),7.3O- 
7.47(6H jn)J.70(2H f dJ=8.1 Hz) 


£-1- 
11 


£-1 




Me 


0 


Me t Me 


115-116 


1.76(6H,s),2.20(3H f s),2.37(3H,s) f 3.78(3H, 

s),4.56(2H.sX6.49-6.50(2H,mX 

6.67(1 H,mX7.75(2H.d J=8.1 Hz) f 7.84(2H,d, 

J=8.1Hz) 



[0 2 18] 



mSE#2 004-3122706 



#0 2004-167941 

[*8 5] 



s<-z? I 126/ 



No 




R1 


R2 


X1 


R3.R4 


mp 


NMR(CDCI3 or DMSO-d6) 


0-1-12 


0-1 


jy 


Me \ 


s 


H,Et 


115-117 


1 .07(3H,t,J=7.5Hz) f 1 .98-2.1 6(2H,m) i 
2.20(3H f s),2.29(3H,s),4.04(1H,t,J=7.5Hz) 
4.65(2H,s),6.61(1 H f d,J=8.1 Hz), 7.10- 
7.14(2H,m), 

7.74(2H.dJ=8.4Hz)J.81(2H,d,J=B.4Hz) 


£-1-13 




jy 


Me 


s 


H, 

4-F-C6H4 


110-112 


2.29(3H.s),2.20(3H f s),4.67(2H.s),5.29(1H 
,s),6.59(1H,d f J=8.4Hz), 6.96- 
7.15(4H,m),7.32- 

7-37(2H,m)J.73(2H I dJ=8.4Hz) f 7.79(2H,d 
,J=8.4Hz) 


£-1-14 


0-1 


jy 




s 


H.H 


138-139 


2.23(3H,s) f 4.11(2H t s) r 4.66(2H f d,J=3.6),3. 
34(1 H f br.s) f 6.64(1 H.d, J=8.4Hz),7.1 6- 
7.29(2H,m),7.77(2H f d,J=8.4Hz),7.95(2H, 
d,J=8.4Hz) 


£-1-15 


0-1 


jy 




s 


H.H 


105-107 


2.24(3H,s),3.43(3H,s)A12(2H i s),4.46(2H 
,s),4.66(2H f s),6.65(1 H,d f J=8.5Hz),7.1 8- 
7.24(2H,m)J.76(2H f d,J=8JHz),7.88(2H. 
d,J=8.7Hz) 


£-1-16 


0-1 


jy 




s 


H.H 


oil 

183-186 
(as HClsait) 


2.23(3H,s),2.49(4H,m),3.62(2H,s),3.69(4 
H f m),4.18(2H.s) f 4.64(2H,s),6.65(lH f d f J= 
9.0Hz),7.18- 

7.21(2H,m)JJ4(2H,d,J=7.8Hz),790(2H,d 
,J=7.8Hz) 


fi — 1 — 1 7 


Q _1 
P 1 






s 


H.H 


138-139 


2.23(3H,s) I 3.83(2H l s) f 4.12(2H < s),4.66(2H 
,s),6.64(1H,d,J=9.0Hz>,7.1 1- 
7.16(2H,m>,7.24- 

7.31(m,5H)J.08(2H,d,J=8.4Hz),7.76(2H, 
d,J=8.4Hz) 


£-1-18 


0-1 


F 3 C v 


Cr s ^ 


s 


H.H 


123-124 


2.23(3H,s),3.97(2H,s)A67(2H,s),6.63(1H 
.d, J=8.1 Hz),7.08-7.26(7H,m), 

7 mfOU A 1— A AU7^ R 99(9\4 H J=fi 4H^ 
/./Uv.fcH|Cl#\J— o.*inzj f o.c^v^.n»ai«'~ o.tnzv 


£-1-19 


0-1 


Me 


I 


s 


H.H 


126-127 


2.24(3H f s),2.44(3H,s) r 3.92(2H,s),4.66(2H 
,s),6.64(1 H,d r J=8. 1 Hz),7.1 8(2H,dd, J=8.1 . 
1.8Hz)J.22(2H,d,J=1.8Hz) 


£-1-20 


0-1 


Me 




s 


H,H 


on 


2.21(3H,s) f 2.40(3H P s) t 3.98(2H f s),4.66(2H 
,s),6.60(1 H.d, J=8.1 Hz),7.08- 
7.12(2H f mX7.42(2H,d,J=8.1Hz) f 7.68(2H, 
d,J=8.1Hz) 


£-1-21 


0-1 


Me 




o 


H,H 


153-154 


,s),6.65- 

6.73(3H,m)J.50(2H,d,J=8.4Hz),7.68(2H, 
d,J=8.4Hz) 


£-1-22 


0-1 


jy 




s 


H,H 


136.5-137.5 


2.22(3H,s),3.95(2H,s) f 4.67(2H,S) f 6.62(1 
H.d,J=8.1Hz),7.11- 

7.14(2H,m) f 7.47(2H f d f J=8.4Hz) F 7.60(4H, 
s),7.72(2H,d,J=8.4Hz) 


£-1-23 


0-1 


<jy 




s 


H,H 


128-129.5 


" 2.22(3H,s) f 3.95(2H > s) f 4.67(2H,s) f 6.62(1H 
,d,J=9.0Hz).7.1 3-7.1 5<2H,m),7.50- 
7.74(8H,m) 



[0 2 19] 



mfE#2 004-3122706 



8&m 2004-167941 

[*8 6] 



: 127/ 



No 




R1 


R2 


X1 


R3.R4 


rop 


NMR(CDCI3 or DMSO-d6) 


£-1-24 


£-1 | 






s 


H.H 


135-136 


2.23(3H t s),3.84(2H f s) f 4.12(2H,s) f 4.67(2H 
s),6.64(1 H,d,J=9.0Hz)J.1 1- 
7.14(6H.mX7-71-7.72(4H,m) 


£-1-25 


£-1 


,jy 


/=\ 


s 


H.H 


196-197.5 


2.19(3H t s),4.13(2H,s),4.55(2H f s) f 6.63(1H 
d,J=8.4Hz),7.28(2H,m), 7.41- 
7-4owH,Sa i.9o\£.ti,sj, #./»^n f a,o— o.nni 
X8.31(2H,d,J=8.4Hz) 


£-1-26 


£-1 






s 


H.H 


137-138 


2.22(3H,sX3.87(2H,sX4.16(2H,sX4.65(2H 
r s).6.63(1 H,d. J=9.0Hz) f 7.1 4- 
7.21(4H,mX7.34- 

7.56(7H,m),7.70(2H,d l J=8.1H2)J.78(2H. 
d,J=8.1Hz) 


£-1-27 


£-1 




BuNHCH2- 


s 


H.H 


177-178 


0.84(3h f t r J=7.2Hz),1.22- 
1.45(4H,mX2.14(3H,sX 2.56 ! 
(2H,t,J=7.2Hz), 

3.72(2H,sX4.27(2H,sX4.63(2H,sX 
6.76(1 HA J=8.4Hz) r 7.1 5-7.23(2H,m), 
7.91<2H.d,J=8.4HzX 8.08(2H,d,J=8.4Hz) 


£-1-28 


£-1 






s 


H.H 


150-152 


2 24(3 H s) 2.93— 

2.3(X4H!mX3.79(2H f sX4.67(2H > s).6.65(1 

H,d,J=8.1HzX7.09- 

7.29(7H,m>,7.7CK4H ( s) 


£-1-29 


£-1 






s 


H.H 


141.5-142.5 


2.23(3H,sX3.84(2H,sX4.12(2H,sX4,67(2H 
,s) f 6.64(1 H,d, J=9.0Hz),7.1 1 - 
7.13(2H,m) f 7.24(2H i d,J=8.7Hz),7.56(2H f 
d,J=8.7HzX7.71(4H,s) 


£-1-30 


£-1 






s 


H.H 


130-132 


t s) r 6.64(1 H,d,J=9.6Hz),6.99- 

7.1 5(5H f rr0,7.3O-7.35(1 H,mX7.71 (4H,s) 


£-1-31 


£-1 




F 3 C 


s 


H.H 


127-128.5 


2.23(3H r s),3.84(2H f sX3.84(2H,s) r 4.67(2H 
,sX6.63(1H,d.J=8.4HzX7.1 1- 
7.14(2H ( m),7.27-7.53(4H f m).7.71(4H,s) 



[0 2 2 0] 



miiE# 2004-3122706 



#M 2004-167941 



^-v : 128/ 



No 




R1 


R2 


X1 


R6 


R 9 R 10 


mp 


NMR(CDCI3 or DMSO-d6) 


jS-1-32 






Me 


S 


H 


Me 


121-122 


1.65(3H.d,J=6.9Hz),2.24(3H.s).4.0 
3(2H,s),4.77(1H,q,J=6.9Hz).6.82(2 
H,dJ=9.0Hz)J.34(2H,d.J=9.0Hz).7 
.74(2Hd,J=8.4Hz),7.81 (2H,d.J=8.4 


£-1-33 






Me 


S 


H 


^CT^COOH 


116-118 


1.09(3H,t,J=7.5Hz),1.99- 
2.04(2H.m).2.24(3H.s).4.03(2H.s),4 

.56- 

4.60(1 H,m),6.82(2H.d,J=8.7Hz).7.3 
3(2H.d.J=8.7Hz)J.73(2H,d.J=8.5H 
z).7.81(2H.d.J=8.5Hz) 


JS-1-34 






Me 


s 


n 


nPr 

^O^COOH 


75.5- 
77.5 


0.97(3H.tJ=7.2Hz).1.50- 
1.60(2H,m),1.91- 

2.O0(2H.m),2.24(3H,s).4.O3(2H.s).4 
.61- 

4.65(1 H.m),6.82(2H.d.J=8.7Hz).7.3 
5(2H.d,J=8.7Hz)J.73(2H.d,J=B.7H 
z).7.81(2H.d.8.7Hz) 


iS-1-35 






Me 


s 


nPr 


^Ok^COOH 


85-87 


0.89(3H.tJ=7.2Hz).1.51- 

1 .63(2H.m).2.24(3H.s) t 2.58(2at.J 

=7.2Hz) ( 4.03(2H.s) t 4.66(2H.m),6.7 

0(1H,d,J=8.4Hz) f 7.17- 

7.24(2Km) r 7.74(2H.d,J=8.6Hz).7.8 

1(2H.d.J=8.6Hz) 


£-1-36 


J9-1 




Br 


s 


H 


^O^COOH 


150-151 


2.24(3H.s),4.03(2H.s).4.66(2H f s;,6. 
65(1 H,d.J=8.4Hz).7.21-7.26 
(2H.m). 7.47 (2H,d.J=8.7Hz). 
7.97(2H.d.J=8.7Hz) 



[0 2 2 1 ] 



mm&2 004-3122706 



mm 2004-167941 



^-v! 129/ 



[^8 8] 




COOH 



Mo 




R1 


R2 


X1 


R3.R4 


R5 


R6 \ 






mp I s 


4MR(CDC13 or DMSO-d6) 


>3-2-1 


0-2 

1 




Me 


O 


H,H 


H 


H 


H 


H 


224- 5 
224.5 i 


>.35(3H.s), 5.25(2H,s). 
5.32(1 H.d,J=1 5.6Hz). 7.07(2Hd,J=8.7Hz). 
r.54(2H,d,J=8.7Hz), 7.65(1 H,d,J=1 6.2Hz). 
i 7ftf9H d J=a 4Hz) 7 88(2H d J=B 4Hz) 


£-2-2 


/* -2 




Me 


0 


H.H < 


DM 
e 


H 


H 


H 


235- J 
235.5 ( 


>.38(3H.s), 3.93(3H,s), 5.30(2Hs), 
3.33(1 H.d.J=1 5.9Hz). 7.01 -7.20(3H.m). 
7.64(1 H.d.J=15.9Hz). 7.782(2H.d.J=8.4Hz). 
7.87(2H.d.J=8.4Hz) 


£-2-3 


£-2 




0O2Me 


o 


H.H 


H 


H 


H 


H 


201-203 


3.83(3H.s),5.43(2H,s).6.33(1 H,d,J=1 5.9Hz), 
7.06(2H.d,J=8.7Hz),7.54(2H,d,J=8.7Hz),7.6 
6(1 H,d. J=1 5.9Hz).7.80(2H,d. J=8.7Hz).8.1 0 
(2H,d,J=8.7Hz) 


£-2-4 


0-2 




Me 


s 


KH 


H 


H 


H 


H 


214.5- 
215.5 


2.31(3H,s), 4.25(2H,s). 7.36-7.52(4H,m), 
7.64(1 H,d.J=15.9Hz), 7.77(2H.d,J=8.4Hz), 
7.85(2H,d,J=8.4Hz) 


£-2-5 


0-2 




0CH2 
CF3 


o 


H.H 


H 


H 


H 


H 




4.86(2H,q.J=9.0Hz). 5.45(2H.s), 

6.42(1 H,d.J=15.9Hz), 7.14(2H,d,J=8.1 Hz). 

7.56(1 H.d,J=15.9Hz). 

7.69(2H.d,J=8.4Hz), 

7.97(2H,d.J=8.4Hz),8.07(2H.d,J=8.4Hz) 


£-2-6 


0-2 




Me 


NH 


H.H 


H 


H 


H 


H 




2.26(3H,S), 4.45(2Hd,J=5-7Hz), 

6.1 8(1 H.d,J=1 5.9Hz),6.72(2H.d,J=8.4Hz),6. 

82-6.90(1 Hm),7.36-7.50(3Hm). 

7.91 (2H.d, J=8.4Hz), 7.96(2Hd,J=8.4Hz) 


£-2-7 


0-2 




CH20 
CH3 


0 


KH 


H 


H 


H 


H 


215-217 


3.43(3H,s).4.52(2HsX5.03(2H,s),6.32(1Kd. 
J=15.9Hz),7.06(2Hd.J=8.7Hz),7.53(2H.d,J 
=8.7Hz)7-65(1 H.d,J=1 5.9Hz),7.79(2H,d,J= 
8.7Hz)J.93(2H,d, J=8.7 Hz) 


£-2-8 


0-2 




H 


O 


H. 

4-F-C6H4 


H 


H 


H 


H 


21 1—213 


rn/iu^« TftM UA .1—1 R QM7) 6 76f IMs) 

7.02-7.08(2Km),7.33- 

7.50(6H,m).7.59(1 H.d.J=1 5.9Hz).7.72(2H,d. 

J=8.7Hz).7.87(2Kd f J=8.7Hz) 


£-2-9 


0-2 




CH20 
CH3 


S 


H.H 


H 


H 


H 


H 


182-183 


3.45(3H,s),4.29(2H.3).4.52(2Ks).6.39(1H,d, 
J=16.2Hz),7.42(2H,d,J=8.7Hz),7.47(2H.d,J 
=8.7Hz),7.63(1 H,d,J=1 6.2Hz),7.77(2H,d.J= 
8. 1 Hz) t 7 .87(2H.d, J=8.1 Hz) 


£-2- 
10 


0-2 




CQ2Me 


i o 


H.H 


H 


Me 


H 


H 


195-196 


2.46(3KS) ( 3.82(3H p S),5.40(2Hs).6.30(1Kd 
,J=15,6Hz),6.85- 

6.94(2H.m).7.60(1H r d,J=8.4Hz) t 7.78(2Kd r J 
=8.4Hz).8.03(1 H,d,J=1 5.6Hz),8.09(2H.d.J= 
8.4Hz) 



[0 2 2 2] 



miE#2 004-3122706 



#Jg 2004-167941 



s<-i? : 130/ 



No 



11 



0-2- 
12 



ys-2 



R1 



R2 



0-2 



|CH20 
CH3 



H 



X1 



R3.R4 



H,H 



R5 



R6 



Me 



H 

U-F-C6H4I 



Me 



R7 



RB mp 



NMR(CDCI3 or DMSO-d6) 



H 179-180 



H 220-221 



CDCI3 & (300 MHz) 
2.46(3H,S).3.42(3H.S),4.51 (2Ks).5.28(2Ks | 
).6.30(1 H,d.J=1 5.9Hz),6.B7- 
6.96(2Hm),7.59(lH,d,J=8.4Hz),7.78(2H,d.j| 
=8.7Hz),7.93(2H,d,J=8.7Hz),8.02(1H,d.J=1 

5.9Hz) 



2.41 (3H.S),6.26(1 H,d.J=1 5.9Hz),6.51 (1 H.S 
),6.62(lKS),6.86-6.93(2H,mX7.06- 
7.16(2H,m).7.48- 

7.58(3H.m),7.70(2H,d.J=9.0Hz).7.86(2Kd,j| 
=9.0Hz)7.97(1 H,d,J=1 5.9Hz) 



0-2- 
13 



0-2 



Me 



H.H 



Me 



206-207 



F 3 C 



32(3KS),2.46(3H.S),5.22(2Hs),6.30(1Hd| 
=15.6Hz),6.86- 
96(2H.m).7.59(iad.J=a.4Hz)J.76(2Kd.J| 
=8.7Hz),7.85(2Kd.J=8.7Hz).8.02(1H,d.J=1 
6Hz) 



0-2- 
14 



0-2 



Me 



S | H.H |OC 
F3 



H 



H 260-265 



0-2- 
15 



0-2 



F 3 C 



0-2- 
16 



0-2 



F 3 C 



0-2- 
17 



0-2 



Me 



Me 



2.30(3H,S). 4.51(2Ks), 
6.64(1 H.d,J=1 6.2Hz). 7.60(1 H.d, J=1 5.9Hz),| 

.70-7.84(3Km).7.91 (2H,d,J=8.7Hz), 

95(2Kd.J=8.7Hz) 



O I H,H F 



H 



O | H,H F 



S I H, H 
4-F-C6H4 



Me 



H | 261- 
262.5 



2.30C3KS), 5.43(2Hs). 
6.49(1 Rd,J=1 5.9Hz), 7.34- 
7.60(2H,m),7.54(1 Kd,J=1 5.9Hz).7.71 (1 H.d. | 
J=1£3Hz), 7.93(2H.d,J=8.4Hz). 
8.00(2H,d ( J=8.4Hz), 



2.35(3H,S), 5.36(2Ks), 

6.61(1Kd,J=16.2Hz). 

7.51 (1 H,d.J=1 6.2Hz),7.62(2H.d.J=9.6Hz). 

7.93(2H,d,J=8.1 Hz), 8.00(2H,d,J=8,1 Hz). 



H 195-196 



2.37(3H.S).5.70(1 H,S).6.32(1 Kd. J=1 5.9Hz ] 
),6.70(1 H,S),7.01 -7.1 0(2H,m),7.1 3- 
7.20(2Km)J.42- 

7.52(3Hm).7.72(2Kd.J=8.4Hz),7.87(2Hd,J| 
:8.4Hz)7.95(1 H,d, J=1 5.9Hz) 



0-2- 
18 



0-2 



Me 



KH 



Me 



H 218-219 



F 3 C* 



0-2- 
19 



0-2 



F 3 C* 



£51 



|CH20 
Me 



0-2- 
20 



0-2 



F 3 C 



£51 



2.28(3H,S) 1 2.36(3H,S),4.42(2H6).6.42(1H r d| 

«J = 1 5 9 Hz) 7 24— 
7.34(2H.m),7.67(1 H,d,J=8.1 Hz).7.74(1 Hd, J| 
=1 5.9Hz).7.91 (2H,d I J=8.7Hz).7-96(2H.d,J= f 
8.7Hz) 



H,H 



Me 



H | 184.5- 
187 



2.42t3H.S) r 3.44(3H.S).4.29(2K6).4.51 (2H,s ) 
),6.35(1 H.d,J=1 5.9Hz).7.25- " 
7.27(2H,m),7.52(1H,d,J=90Hz).7.76(2Kd.j| 
:8.4Hz) t 7.86(2H,d,J=8.4Hz).7.99(1H.d t J=1 
5.9Hz) 



H, 

|4-F-C6H4| 



H 



H | 191.5- 
193.5 



5.7 1 (1 H,s),6.39(1 H,d. J=1 6.2Hz).6.69(1 H.s), | 
7.02-7.08(2Km).7.32- 
7.49(6H.m).7.68(1 H.d,J=1 6.2Hz),7.71 (2H.d, | 
J=8.4Hz).7.86(2H.d,J=8.4Hz) 



[0 2 2 3] 



fflfE#2 004-3122706 



mm 2004-167941 



131/ 



1^9 0] 



No i 




R1 ) 


R2 


XI 


R3.R4 | 1 


R5 F 


*6 R7 R 


18 mp M 


MR(CDCI3 or DMSO-d6) 


21 | 


0-2 

F 


C 

M 


02Me 


S 


H,H 


H r 


Ae H > 


^ 171- 2 
172.5 J 
7 
0 


.43(3H,s),3.88(3H,6;,4.4 1 \dri,s),o. JOU M,a f 
=1 6.2Hz),7.27(2H,m).7.53(1 H.d, J=8.7Hz). 
.76(2H,d, J=8.4Hz),8.00(1 H,d, J=1 6.2Hz),8. 
4(2H.d.J=8-4Hz) 


0-2- 
22 


0-2 

If 


c 

M 


>02Me 


s 


H,H 


H 


H H 


H 161.5- 3 
163 7 

1 


.88(3H ( s),4.43(2H.s).6.4H1 H.d,J-1 6.2Hz;. 
.42- 

.50(4Km).7.72(1 H.d,J=1 6.2Hz).7.76(2H,d, 
|=8.4Hz),8.04(2H.d,J=8.4Hz) 


a -0- 

P & - 

23 


1 




Me 


s 


H.H 


F 


H H 


H~ 219- \ 
220.5 ' 


>.32(3H,s),4.1 9(2Ks),6.40(1 H.d.J=1 5.9Hz). 

f.23-7.27(2Km),7.44- 

f .50(1 H.m),7.58(1 H,d,J=1 5.9Hz).7.69(2H,d, 

J=8.4Hz),7.82(2H,d,J=8.4Hz) 


0-2- 
24 


/S-2 




Me 


s 


H,H < 


DM 
e 


H H 


TT 209-210 : 


L31 (3H t s),3.94(3Hs),4.1 8(2H,s),6.40(1 H.d. 
J=1 5.9Hz).7.02(1 H,d,J=1 .5Hz),7.10(1 Hdd. 
J=1 .5Hz.7.8Hz),7.42(1 H.d. J=7.8Hz;,7.63U 
H,d. J=1 5.9Hz),7.74(2Kd r J=8. 1 Hz).7.82(2H 

d.J=B.1Hz) 


0-2" 






CF3 


s 


H,H 


H 


Me H 


H 194-196 


2.42(3H,S),4.27(2H,s),6.32(1 H.d, J=1 5.9Hz) 
,7.25- 

7.28(2H.m),7.51 (1 H.d. J=8.7 Hz),7 .79(2H.d. J 
=8.4Hz),7.88(2Hd.J=8.4Hz).7.91 (1 H.d,J=1 

5.9Hz) 


0-2- 


0-2 




0H2OE 
t 


s 


H,H 


H 


Me H 


TT 178-180 


1.27(3H.tJ^6.9Hz).2.43(3H,S).3.60(2H,q.J 
=6.9Hz),4.30(2H.s).4.56(2H.s),6.34(1Kd.J= 
15.9Hz),7.25- 

7.28(2H.m).7.75(2Hd.J=8.4Hz).7.87(2Hd.J 
=8 4Hz).7.99(1 H,d,J=1 5.9Hz) 


0-2- 
27 


0-2 


F 3 C^ 


Me 


s 


H,H 


H 


OM H 
e 1 


TT 199-201 


2.30(3H,S),3.89(2H,s).4.22(2H,s).6.47(1H.d 
,J=16.2Hz).6.96- 

7.00(2H.m).7.43(1KdJ=8.4Hz).7.75(2H.d.J 

=8.7Hz),7.82(2H,d,J=8.7Hz),7.92(1H,d,J=1 

6.2Hz) 


0-2- 


0-2 


Lcr 


Me 


s 


H,H 


H 


OEt H 


H 215-216 


1 .50(3H,t, J=7.2Hz).2.31 (3H,s).4.1 6(3H.q,J 
=7.2Hz).4.20(2H.s).6.39(1 H.d.J=1 5.9Hz),6. 
99(1 Kd.J=1 .2Hz).7. 1 0(1 H.dd. J=1 .2HZ.7.8 
Hz>,7.44(1 H,d,J=7.8Hz).7.70(1 H.d.J=1 5.9H 
z),7.74(2Hd,J=8.7Hz).7.82(2Kd.J=8.7Hz) 


0-2- 
29 


0-2 




1 Me 


s 


H,H 


OM 
1 e 


H Br 


: TT 246-247 


" 2.30(3K©).3.86(3H,s),4.1 8(2H,s),6.70(1 H.d. 
J=1 5.9Hz).7.39(1 H,s).7.51 (1 H,d,J=1 5.9Hz). 
7.58(1 H,s),7.90(4H,s) 


0-2- 
30 


0-2 




Me 

✓I 


s 


H.H 


H 


OM H 
e 1 


~ 0 176.5- 
Me 178 


2.301 (3H.S), 3.879(6H,s). 4.527(2H r s), 
6.637(1 Hd,J=16.2Hz), 
6.761 (2Ks).7.848(1 H.d. J=1 6.2Hz). 
7.906(2H.d.J=8.7Hz). 7.964(2H,d,J=8.7Hz) 


0-2- 
31 


0-2 


Lor 


1 Me 


s 


Li 14 


1 Br 


H 1 V 


"IT 220.5- 
222 


2.31 0(3HS), 4.51 5(2H.s) f 

6.535(1 Kd.J=15.9Hz). 

7.535(1 Kd.J=15.9Hz), 

7.61 5(1 Kd, J=8.4Hz).7.75-8.1 0(6Hm). 


0-2- 
32 


- 0-2 




Me 

^1 


s 


HH 


OE 


t H B 


r H 228-22, 


3 1 .36(3H.t, J=6.6Hz).2.30(3Rs).4.1 4(2H.q,J 
=6.6Hz),4.21 (2H.s).6.69(1 H,d.J=1 5.6Hz),7. 
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